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L4 AN5VER 1 OF 26 CAPLUS COPYRIGHT 2005 ACS on STN 



ACCESSION NUMBER: 
TITLE: 



INVENTOR (S): 
PATENT ASSIGNEB(S) : 

SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 

VO 2005110999 
V: AS, AG, 
CN, CO, 
GB, GH, 
LC, LK, 
NI, NO, 
SM, SY, 
ZM, ZV 
RV: BV, GH, 
AZ, BY, 
EE, ES, 
RO, SE, 
MR, NE, 
OE 102004022970 
US 2005261352 
PRIORITY APPLN. INFO. 



2005:1242409 CAPLUS 
Preparation of lH-imidazo(4, 5-d] pyridazin-4-ols t 
intermediate products for producing medicaments i 
pesticides 
Eckhardt, Matthias 

Boehringer Ingelheim Pharma G.n.b.H. 6 Co. K.-G., 
Germany 

PCT Int. Appl., 53 pp. 
CODEN: PIXXD2 
Patent 
Geraan 



KIND DATE 



APPLICATION NO. 



DATE 



GI 



Al 20051124 VO 2005-EP4942 20050506 

AM, AT, AU, AZ. BA, BB, BG, BR, BV, BY, BZ, CA, CH, 

CU, CZ. DE, DX, DM, DZ, EC, EE, EG, ES, FI , GB, GD. 

HR, HU, ID, IL, IN, IS, JP, RE, KG, KM, KP, KR, KZ, 

LS, LT, LU, LV, MA, MD, MG, MX, MN, MV, MX, MZ, NA, 

OM, PG. PH, PL, PT, RO, RU, SC, SD, SE, SG, SK, SL, 

TM. TN, TR, TT, TZ, UA, UG. US, UZ, VC, VN, YU, ZA, 

KB, LS, MV, MZ, NA, SD, SL, SZ, TZ, UG, ZM, ZV, AM, 

KZ, MD, RU, TJ, TM, AT, BE, BG, CH, CY, CZ, DE, DK, 

PR, GB, GR, HU, IE, IS, IT, LT. LU, MC, NL, PL, PT, 

SK, TR. BF, BJ, CF. CG, CI, CM, GA, GN. GO., GV, ML, 
TD, TG 

Al 20051201 DE 2004-102004022970 20040510 
Al 20051124 US 2005-124798 20050509 
DE 2004-102004022970A 20040510 
US 2004- 57621 9P P 20040602 



L4 ANSWER 1 OF 26 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
R2 ? 




AB Title compds. I [Rl - haloi R2 - alkyl with provisos; X - O, S; R3 - H, 

alkyl with provisos] were prepd as intermediates for producing medicaments 
or pesticides. For example, TFA mediated deprotection of Boc-amine II (Y 
- Boc) afforded imidazo{4, S-d]pyridazin-4-ol II (Y - H) in B9% yield. 

IT 705279-88-59 705279-97-69 705279-98-7P 
70S279-99-8P 703280- 19-9 P 705280-67-79 
8 134 6 2-55-4 P 83 5 789- 80-9 P 03578 9-81 -OP 
835789-82-1P 889968-01-8P 069966-02-99 
869966-03-OP 869966-04-19 869966-05-29 

RL: PAC (Pharmacological activity) # SPN (Synthetic preparation) ; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of imidazo[4,5-d]pyridazin-4-ols as intermediate products 

for 

producing medicaments and pesticides) 
RN 70S279-89-5 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -3, S-dihydro-5-{ (4-methyl-2-quinazolinyl) methyl)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




N^^J N 



L4 ANSWER 1 OF 26 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
RN 705279-97-6 CAPLUS 

CN 4H-ImidazoI4,S-d]pyridazin-4-one, 2-[ (3R> -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5 -di hydro- 5- (2-quinoxalinylmethyl) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 705279-98-7 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2-{ (3R) -3-araino-l-piperidinyl] -3- (2- 

butynyl) -5- [ (2, 3-dimethyl-6-quinoxalinyl) methyl} -3, 5 -di hydro- (9CI ) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 705279-99-8 CAPLUS 

CN 1-Naphthalenecarbonitrile, 4-[ (2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl)-3,4-dihydro-4-oao-5H-imidazo[4,5-d]pyridazin-5-ylJmethyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 705280-19-9 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl) -3- (2- 

butynyl) -3, 5-dihydro-5-[ (5-methyUraidazo[l, 2-a]pyridin-2-yl) methyl]- (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 
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RN 705280-67-7 CAPLUS 

CN 4H-Imidazo[4,5-dJpyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3,5-dihydro-5-(l-naphthalenylmethyl)- (9CI) (CA INDEX NAME) 




RN 813462-55-4 CAPLUS 

CN 4H-Iraidazo[4, 5-d]pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3,5-dihydro-5-(6-phenanthridinylmethyl)- (9CI) (CA INDEX NAME) 




RN 855789-80-9 CAPLUS 

CN 4-IsoquinoUnecarbonitrile, 1- [ [3- (2-butynyl) -2- (hexahydro-lH-1, 4-diazepin- 
l-yl)-3,4-dihydro-4-oxo-5H-ioidazoI4,5-d]pyridazin-5-ylJraethyl]- (9CI) 
(CA INDEX NAME) 
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CN 




RN 855789-B1-0 CAPLUS 

CN 4-Isoquinolinecarbonitrile, 1- [ [3- (2-butynyl) -3, 4-dihydro-4-o«o-2- (1- 
piperazinyl)-5H-iiaidazo[4,5-d]pyridazin-5-yllmethylJ- (9CI) (CA INDEX 
NAME) 



CN 




RN 855789-92-1 CAPLUS 

CN 4H-Imldazo[4,5-d)pyridazin-4-one, 3- (2-butynyl) -3, 5 -di hydro- 2- (1- 
piperaziiiyl)-5-(6-ctuinoaalinylmethyl)- (9CI) (CA INDEX NAME) 




RN 869966-01-8 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 

Absolute stereochemistry. 
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RN 869966-02-9 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 

Absolute stereochemistry. 




RN 869966-04-1 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 

Absolute stereochemistry. 
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IT 70328O-63-3P 8«9*««-00-5P 

RL: RCT (Reactant) i SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of imidazo[4, 5-d]pyridazin-4-ols as intermediate products 

for 

producing medicaments and pesticides) 
RN 705280-63-3 CAPLUS 

CN 4B-Imidazo[4,5-d]pyridazin-4-one, 2-bromo-3- (2-butynyl) -3, 5-dihydro-5-{ (4- 
methyl-2-quinazolinyl) methyl] - (9CI) (CA INDEX NAME) 




RN 869966-08-5 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 

Absolute stereochemistry. 
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L4 ANSWER 2 OP 26 CAPLUS COPYRIGHT 2005 ACS on STN 
ACCESSION NUMBER: 2005:1130640 CAPLUS 

DOCUMENT NUMBER: 143:387050 

TITLE: Preparation of aminoimidazo[4,5-d]pyridazinones and 

aminoimidazo[4,S-c] pyridinones as inhibitors of 

dipeptidylpeptidase IV 
INVENTOR (S): Eckhardt, Matthias* Himmelsbach, Prank; Langkopf, 

Elk© j Hauel, Norbert; Tadayyon, Mohammad) Thomas, Leo 
PATENT ASSIGNEE(S): Boehringer Ingelheim International G.n.b.H., Germany; 

Boehringer Ingelheim Pharma G.m.b.H. £ Co. K. -G. 
SOURCE: PCT Int. Appl., 63 pp. 

CO0EN: PIXXD2 
DOCUMENT TYPE: Patent 
LANGUAGE: German 
FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 



PATENT NO. KIND DATE APPLICATION NO. DATE 



WO 2005097798 




Al 




20051020 




NO 2005- 


•EP3474 




20050402 


V: AE, 


AG, 


AL, 


AM, 


AT, 


All, 


AZ, 


BA, 


BB, 


BG. 


BR, 


BW, 


BY, 


BZ, 


CA, 


CH, 


CN, 


CO, 


CR, 


CU, 


C2, 


DE, 


DK, 


EM, 


. DZ, 


EC, 


EE, 


EG, 


ES, 


FI, 


GB, 


GD, 


GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP. 


KB, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


HG, 


MK, 


MN, 


MV, 


MX, 


MZ, 


NA, 


NI, 


NO, 


NZ, 


OM, 


PG, 


PH, 


PL, 


PT, 


RO, 


RU, 


SC, 


SD, 


SE, 


SG, 


SK, 


SL, 


SM, 


SY, 


TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


UZ, 


VC, 


VN, 


YU, 


ZA, 


ZM, Ztf 


RV: BW, 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


NA, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AM, 


AZ, 


BY, 


KG, 


KZ, 


MD. 


RU, 


TJ, 


TM, 


AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 


FI, 


FR, 


GB, 


GR, 


HU, 


IB, 


IS, 


IT, 


LT, 


LU, 


MC, 


NL, 


PL, 


PT, 


RO, 


SB, 


SI, 


SK, 


TR, 


BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


G¥, 


ML, 


MR, 


NE, 


SN, 


TD, 


TG 
























DE 102004017739 




Al 




20051027 




0E 2004- 


•102004017739 


20040410 


US 2005234235 




Al 




20051020 




US 2005- 


•102048 




20050408 



PRIORITY APPLN. INFO. : DE 2004-102004017739A 20040410 

DE 2004-102004025552A 20040525 

US 2004-568137P P 20040505 

US 2004-582265P P 20040623 

GI 
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NH2 II 



AB Title compds. I [Rl - arylmethyl, arylethyl, heteroarylmethyl, etc.; X - N 
or CR5; R5 - H or alkyl; R2 - H, aryl, heteroaryl, etc.; R3 - 
(un) substituted cycloalkenylmethyl, alkenyl, alkynyl, etc.; R4 - NR6R7; R6 
- H, alkyl, cycloalkyl, etc.; R7 - (un) substituted alkyl-R8; R8 - amino or 
alkylamino} and their pharmaceutically acceptable salts, are prepared and 
disclosed as inhibitors of dipeptidylpeptidase IV (DPP-IV) . Thus, e.g., 
II was prepared by amination of 2-bromo-3- (2-buten-l-yl) -5-[ (4-methyl- 
chinazolin-2-yl) -methyl} -3, 5-dihydro[4, 5-d] pyridazin-4-one (preparation 

given) 

with N-raethyl-ethylenedi amine. The activity of I waa evaluated using 
fluorescence inhibition assays and it was revealed that selected compds. 
of the invention possessed IC50 values in the range of 1 up to 336 nM. I 
as inhibitor of DPP-IV should prove useful in the treatment of diseases 
such as but not limited to diabetes, obesity and arthritis. 
Pharmaceutical compns. comprising I are disclosed. 
IT 866933-11-19 866933-1 2- 2P 866933-14-49 
866933-15-59 866933-16-69 866933-17-79 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of aminoimidazo[4, 5-d]pyridazinones and aminoimidazo[4, 5- 
d] pyridinones as inhibitors of dipeptidylpeptidase IV) 
RN 866933-11-1 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-[ (2-aminoethyl)methylamino] -3-(2- 

butynyl) -3, 5-dihydro-5-[(4-methyl-2-quinazolinyl) methyl]- (9CI) (CA INDEX 
NAME) 



L4 ANSWER 2 OF 26 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
Me-C==C-CH2 

O | Me 

CC?r— XjOt 

Me 

RN 866933-12-2 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-[ (2-amlnoethyl)methylamino]-3-(2- 
butynyl)-3,5-dihydro-5-[(3-methyl-l-isoquinoUnyl)methylJ- (9CI) (CA 
INDEX NAME) 
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RN 866933-16-6 CAPLUS 

CN 4-Isoquinolinecarbonitrile, 3- [ [2- [ [ (2S) -2-aminopropyl] methylamino] -3- (2- 
butynyl) -3, 4-dihydro-4-oxo-5H-imidazo[4, 5-d] pyridazin-5-yll methyl]- (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 866933-14-4 CAPLUS 

CN Benzonitrile, 2- [ [2-[ [ (2S) -2-aminopropyl] methylamino] -3- (2-butynyl) -3,4- 
dihydro-4-oxo-5H-imidazo[4, 5-d] pyridazin-5-yl] methyl]- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 866933-15-5 CAPLUS 

CN Benzonitrile, 2- [ [2-[ (2-amino-2-methylpropyl) methylamino] -3- (2-butynyl) - 
3,4-dihydro-4-oxo-5H-imidazo[4,5-d]pyridazin-5-yl] methyl]- (9CI) (CA 
INDEX NAME) 



Me— C^C j 




RN 866933-17-7 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2-[ [ (2S) -2-aminopropyl] methylamino] -3- (2- 
butynyl) -3, 5-dihydro-5-[(4-methyl-2-quinazolinyl) methyl]- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




Me 



IT 705280-63-39 866933-18-89 866933-19-99 
866933-20-29 866933-21-39 866933-22-49 
866933-23-59 866933-24-69 866933-25-79 
866933-26-89 866933-27-99 866933-28-09 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of aminoimidazo[4, 5-dJpyridazinones and aminoiraidazo[4, 5- 
d] pyridinones as inhibitors of dipeptidylpeptidase IV) 
RN 705280-63-3 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-brorao-3- (2-butynyl) -3, 5-dihydro-5-[ (4- 
raethyl-2-quinazolinyl) methyl]- (9CI) (CA INDEX NAME) 
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Me 



RN 866933-18-8 CAPLUS 

CM 4H-Imidazo[4, 5-d] pyridazin-4-one, 2-brono-3- (2-butynyl) -3. 5-dihydro-5- ( (3- 
methyl-l-isoquinolinyl) methyl]- (9CI) (CA INDEX NAME) 




RN 866933-19-9 CAPLUS 

CN Benzonltrile, 2- [ (2-bromo-3- (2-butynyl) -3, 4-dihydro-4-oxo-5H-iraidazo[4 , 5- 
d] py ridazin- 5 -yl] methyl}- (9CI) (CA INDEX NAME) 
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RN 866933-21-3 CAPLUS 

CN Benzonitrile, 2- [ (2- [ [ (2S) -2-aminopropyi] amino} -3- (2-butynyl) -3, 4-dihydro- 
4-oxo-5H-imidazo[ 4, 5-d] pyridazin-5-yl] methyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 866933-22-4 CAPLUS 

CN Carbamic acid, [ (IS) -2- [ [1- (2-butynyl) -6, 7-dihydro-6-[ (4-methyl-2- 

quinazolinyl) methyl] -7-oxo-lH-iraidazo[4, 5-d]pyridazin-2-yl]raethylamino] -1- 
methylethyl] -, phenylmethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 866933-20-2 CAPLUS 

CN 4-Isoquinolinecarbonitrile, 3- [ [2-bromc— 3- (2-butynyl) -3, 4-dihydro-4-oxo-5H- 
imidazo[4, 5-d] pyridazin-5-yl] methyl]- (9CI) (CA INDEX NAME) 




Me 



RN 866933-23-5 CAPLUS 

CN Carbamic acid, [ (IS) -2- [ (1- (2-butynyl) -6-[ ( 2 -cyanophenyl) methyl] -6,7- 
dihydro-7-oxo-lH-imidazo(4, 5-d] pyridazin-2-yl] amino] -1-methylethyl] 
1,1 -dime thylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 866933-24-6 CAPLUS 

CN Carbamic acid, [2-[[l-(2-but^yl)-6-[ ^-cyanc^henylJmethy^-e^-olhydro^- 
oxo-lH-imidazo [4 , 5-d] pyridazin-2-yl] amino] -1, 1-dimethylethyl] -, 
1,1 -dime thylethyl ester (9CI) (CA INDEX NAME) 



O 




RN 866933-25-7 CAPLUS 

CN Carbamic acid, [ <lS)-2-{ [1- (2-butynyl) -6- [ ( 4 -cyano-3-isoquinolinyl) methyl] - 
6,7-dihydro-7-oxo-lH-imidazo(4, 5-d] pyridazin-2-yl] amino] -1-raethylethyl] -, 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



O 




RN 866933-26-8 CAPLUS 

CN Carbamic acid, [ (IS) -2- [ [1- (2-butynyl) -6- ( (2-cyanophenyl) methyl] -6,7- 

di hydro- 7- oxo- lH-imidaz o [ 4 , 5-d] py ridazin-2-yl] methylamino] - 1 -methyle thyl] - 
, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



L4 ANSWER 2 OF 26 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




RN 866933-27-9 CAPLUS 

CN Carbamic acid, {2-( (1- (2-butynyl) -6- [( 2-cyanophenyl) methyl] -6, 7-dihydro-7- 
oxo-lH-imidazo[4 , 5-d] py ridazin- 2 -yl] methylamino] -1, 1-dimethylethyl] -, 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




RN 866933-28-0 CAPLUS 

CN Carbamic acid, [ (IS) -2- [ [1- (2-butynyl) -6- [ (4-cyano-3-isoquinolinyl) methyl] - 
6, 7-dihydro-7-oxo-lH-imidazo[4, 5-d] py ridazin- 2 -yl] methylamino] -1- 
me thylethyl}-, 1, 1-dimethylethyl eater (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




REFERENCE COUNT: 3 THERE ARB 3 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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ACCESSION NUMBER: 2005:570098 CAPLUS 

DOCUMENT NUMBER: 143:78214 

TITLE: Preparation of (homo) pi perazinylimidazoyridazi nones 

for treatment of diabetes nellitus. 
INVENTOR(S): Himmelsbach, Frank; Hauel, Norbert; Langkopf, Elite; 

Eckhardt, Matthias; Xauf f man n -Hefner, Iris; Tadayyon, 

Mohammad; Thomas, Leo 
PATENT ASSIGNEE(S) : Boohringer Ingelheim International G.m.b.H., Germany; 

Boehringer Ingelheim Pharma G.m.b.H. fc Co. XG 
SOURCE: PCT Int. Appl., 57 pp. 

COD EN: PIXXD2 
DOCUMENT TYPE: Patent 
LANGUAGE: German 
FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 

PATENT NO. KIND DATE APPLICATION NO. DATE 



WO 2005058901 Al 20050630 WO 2004-EP14125 20041211 

V: AE, AG, AL, AM, AT, AU, AZ, BA, BB, BG. BR, BW, BY, B2, CA, CH, 

CN, CO, CR, CU, CZ, DE, DK, DM, DZ, EC. EE, EG, ES, FI. GB, GD, 

GE, GH, GM, HR, HU, ID, IL, IN, IS, JP, EE, KG, KP, XR, KZ, LC, 

LK, LR, LS, LT, LU, LV, MA, MD, MG, ME, MN, MW, MX, MZ, NA, NI, 

NO, NZ, OM, PG, PH, PL, PT, RO, RU, SC, SD, SE, SG, SK, SL, SY, 

TJ, TM, TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, YU, ZA, ZM, ZV 

Rtf: BV, GH, GM, KB, LS, MV, MZ, NA, SD, SL, SZ, TZ, UG, ZM, ZV, AM, 

AZ, BY, KG, KZ, MD, RU, TJ, TM, AT, BE, BG, CH, CY, CZ, DE, DK, 

EE. ES, FI, FR, GB, GR, HU, IE, IS, IT, LT, LU, MC, NL, PL, PT, 

RO, SE. SI. SK, TR, BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GV, ML, 

MR, NE, SN, TD, TG 

DE 10359098 Al 20050728 DE 2003-10359098 20031217 

US 2005171093 Al 20050804 US 2004-16176 20041217 
PRIORITY APPLN. INFO. : DE 2003-10359098 A 20031217 

US 2004-538555P P 20040123 

GI 
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3, S-di hyd roimidazo[ 4, 5-d] pyridazi n-4 -one. The latter inhibited 
dipeptidylpeptidase-IV with IC50 - 5 nM. 
IT B55789-37-6P, 2- (Piperazin-l-yl) -3- (2-butyn-l-yl) -5- ( (4-methyl- 
c|uinazoUn-2-yl) methyl] -3, 5-di hydro- imidazo( 4, 5-dJ pyridazi n-4 -one 
6557B9-38-7P, 2- ( (1, 4) Diazepan-l-yl) -3- (2-butyn-l-yl) -5- [ (4-methyl- 
o^inazoMn-2-yl) methyl] -3, 5-dihydro-imidazo[4, 5-d) pyridazin-4 -one 
8557B9-39-8P, 2- (Piperazin-l-yl) -3- (2-butyn-l-yl) -5- [ (4-methyl- 
benzoxazol-2-yl) methyl] -3, 5-dihydro-imidazo(4, 5-d] pyridazin-4 -one 
835789-40- IP, 2- ( [1, 4 ] Diazepan-l-yl) -3- (2-butyn-l-yl) -5-[ (4 -me thyl - 
benzoxazol-2-yl) methyl] -3, 5-dihydro-imidazo[4, 5-d] pyridazin-4-one 
RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 

(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 

(Uses) 

(claimed compound; preparation of (homo) piper azinylimidazoyridazi nones 

for 

treatment of diabetes mellitus) 
RN 855789-37-6 CAPLUS 

CN 4H-Imidazo[4 , 5-d] pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5-( (4-methyl-2- 
quinazolinyl) methyl] -2- (1-pipecazinyl) - (9CI) (CA INDEX NAME) 




Me 



RN 855789-38-7 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -2- (hexahydro-lH-1, 4- 

diazepin-l-yl)-3,5-dihydro-5-[(4-methyl-2-quinazoUnyl)methyl]- (9CI) (CA 
INDEX NAME) 



O 

1 * 3 
RlN^S-" /— \ 
I />— N NH 

R2 I 



AB Title compds. [I; Rl - (substituted) heteroarylalkyl, naphthylalkyl; R2 - 
H, Me; R3 - 2-butyn-l-yl, 1-buten-l-yl, 2-buten-l-yl, 3-methyl-2-buten-l- 
yl], were prepared Thus, 2-bromo-3- (2-butyn-l-yl) -5- [( 4-methylquinazolin-2- 
yl)methylJ-3,5-dihydroiraidazo[4,5-d]pyridazin-4-one (preparation given) and 
piperazine were microwaved in DMF at 200* for 5 min. to give 51% 
2- (piperazin-l-yl) -3- (2-butyn-l-yl) -5- [ (4-methylquinazolin-2-yl) methyl] - 




Me 

RN 855789-39-8 CAPLUS 

CN 4H-Imidazot 4, 5-d] pyridazin-4 -one, 3- (2-butynyl) -3, 5-dihydro-5- [ (4-me thyl-2- 
benzoKazolyl) methyl] -2- (1-piperazinyl)- (9CI) (CA INDEX NAME) 
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RN 855789-40-1 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -2- (hexahydro-lH-1, 4- 

diazepin-l-yl) -3, 5-dihydro-5-C(4-methyl-2-benzo*azolyl) methyl]- (9CI) (CA 
INDEX NAME) 



Me 




IT 855789-60-57, 2- ( [1, 4] Diazepan-l-yl) -3- (2-butyn-l-yl) -5- [ (2, 3,8- 

trimethyl-quinoaalin-6-yl) methyl] -3, 5-di hydro- imidazo[4, 5-d] pyridazin-4- 
one 855789-61-6P, 2- ( [1, 4] Diazepan-l-yl) -3- (2-butyn-l-yl) -5- [ (4- 
cyano- naph t hali n- 1-yl) me thyl] - 3 , 5-di hyd ro-imidazo [ 4 , 5-d] pyridazi n-4 -one 
855789-62-7?, 2- (Piperazin-l-yl) -3- (2-butyn-l-yl) -5- { (4-cyano- 
naphthalin- 1-yl) methyl] -3, 5-di hyd ro-imidazo { 4 , 5-d] py ridazin-4-one 
855789-63-8*, 2- (Piperazin-l-yl) -3- (2-butyn-l-yl) -5-[ (4-f luoro- 
naphtha 11 n- 1-yl) methyl] -3, 5-di hyd ro-imidazo {4, 5-d] pyridazi n-4 -one 
855789-64-97, 2- < [1, 4] Diazepan-l-yl) -3- (2-butyn-l-yl) -5- [ (4-f luoro- 
naphthalin-l-yl)methyl]-3,5-dihydro-imidazo[4,5-d] pyridazin-4-one 
B55789-65-0P, 2- (Piperazin-l-yl) -3- (2-butyn-l-yl) -S-[ (4-brorao- 
naphthalin- 1-yl) methyl] -3, 5-di hyd ro-imidazo [4, 5-d] pyridazin-4 -one 
B55789-66-1P, 2- ( [1, 4 J Diazepan-l-yl) -3- (2-butyn-l-yl) -5- [ (4-bromo- 
naphthalin-l-yl) methyl] -3, 5-dihydro-imidazo[ 4 , 5-d] pyridazin-4 -one 
B557B9-67-2P, 2- (Piperazin-l-yl) -3- (2-butyn-l-yl) -5- 
[ ( [1,2, 4] triazolo[4, 3-a] pyridin-3-yl) methyl] - 3, 5-dihyd ro-imidazo [4,5- 
d]pyridazin-4-one 855789-60-3P, 2- (Piperazin-l-yl) -3- (2-butyn-l- 
yl) -5- [ (l-methyl-lH-benzotriazol-5-yl) n»thyl] -3, 5-dibydro-iaidazo[4, S- 
d] pyridazi n-4 -one 8S9789-69-4P, 2- ([1,4] Diazepan-l-yl) -3- (2- 
butyn-l-yl) -5-[ (l-methyl-lH-benzotriazol-5-yl) methyl] -3, 5-dihydro- 
imidazo[ 4, 5-d] pyridazi n-4 -one 855789-71-8P, 2- ( [1,4] Diazepan-l- 
yl) -3- (2-butyn-l-yl) -5- [( [1, 2, 4] triazolo[4, 3-a] pyridin-3-yl) methyl] -3, 5- 
dihydro-imidazo[ 4, 5-d] pyridazi n-4 -one 855789-73-CP, 

2- (Piperazin-l-yl) -3- (2-butyn-l-yl) -5- [ (4-methyl-pyridin-2-yl) methyl] -3, 5- 
dihyd ro-imidazo [4, 5-d] pyridazin-4 -one 855789-74- IP, 

2- ( [1, 4} Diazepan-l-yl) -3- (2-butyn-l-yl) -5- [ (4-me thyl-pyridin-2-yl) methyl) - 
3,5-dihydro-imidazo[4,5-d]pyridazin-4-one B55789-75-2P 
855789-76-3P 855789-77-4P, 2- (Piperazin-l-yl) -3- (2-butyn- 
l-yl) - 5- ( ( 3-me thy 1-i 3 oqui nolin-1 -yl ) methyl] - 3, 5-di hydro-imidazo [ 4 , 5- 
d] pyridazin-4 -one 855789-7B-5P, 2- ( [1, 4] Diazepan-l-yl) -3- (2- 
butyn-l-yl) -5- [ (3-methyl-isoquinolin-l-yl) methyl] -3, 5-dihydro-imidazo[4, 5- 

<12/21/2005> 
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d] pyridazin-4 -one 855789-79-6P, 2- ( [1, 4) Diazepan-l-yl) -3- (2- 
butyn-l-yl) -5- [ (1, 5-naphthyridin-2-yl) methyl] -3, 5-di hydro-imidazo [4, 5- 
d] pyridazi n-4 -one 8SS7B9-80-9P, 2- ([1,4] Diazepan-l-yl) -3- (2- 
butyn-l-yl) -5- [ (4-cyano-isoquinolin-l-yl) methyl] -3, 5-di hyd ro-imidazo [4, 5- 
d] pyridazi n-4 -one 85S789-81-0P, 2- (Piperazin-l-yl) -3- (2-butyn-l- 
yl) -5- ( (4-cyano-isoquinolin-l-yl) methyl] -3, 5-dihydro-imidazo[4, 5- 
d) pyridazi n-4 -one 855789-82-iP, 2- (Piperazin-l-yl) -3- (2-butyn-l- 
yl) -5-[ (quinoxalin-6-yl) methyl] -3, 5-dihyd ro-imidazo[ 4, 5-d] pyridazi n-4-one 
855789-83-2P, 2- (Piperazin-l-yl) -3- (2-butyn-l-yl) -5- [ (2, 3, 8- 
trimethyl-quinoxalin-6-yl)methyl] -3, 5-dihydro-imidazot4, 5-d] pyridazi n-4 - 
one 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(prepn. of (homo) piperazinylimidazoyridazinones for treatment of 
diabetes mellitus) 
RN 855789-60-5 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -2- (hesahydro-lH-l, 4- 

diazepin-l-yl) -3, 5-di hydro- 5- ( (2, 3, 8-triraethyl-6-quinoxalinyl) me thyl] - 
(9CI) (CA INDEX NAME) 



Me 




RN 855789-61-6 CAPLUS 

CN 1-Naphthalenecarbonitrile, 4-[ [3- (2-butynyl) -2- (heKahydro-lH-1. 4-diazepin- 
1-yl) -3, 4-dihydro-4-oxo-5H-imidazo[4, 5-dJpyridazin-S-yl] methyl] - (9CI) 
(CA INDEX NAME) 



CN 




RN 855789-62-7 CAPLUS 

CN 1-Naphthalenecarbonitrile, 4- [[3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1- 

piperazinyl)-5H-imidazo[4, 5-d] pyridazi n-5-yl J methyl]- (9CI) (CA INDEX 



Habte 
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CN 




RN 855789-63-8 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -5- [ (4-f luoro-1- 

naphthalenyl) methyl] -3, 5-dihydro-2- (1-piperazinyl) - (9CI) (CA INDEX NAME) 



F 




RN 855789-64-9 CAPLUS 

CN 4H-Imidazot4,5-d]pyridazin-4-one, 3- (2-butynyl) -5- [(4-fiuoro-l- 

naphthalenyl) methyl] -2- (hexahydro-lH-1, 4-diazepin-l-yl) -3,5-dihydro- (9C1) 
(CA INDEX NAME) 
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RN B55789-65-0 CAPLUS 

CN 4H-Iraidazo[4,5-d]pyridazin-4-one, 5-{ ( 4 -bromo-l-naphthalenyl) methyl] -3- (2- 
butyny 1) -3,5-dihydro- 2- (1 -pipe razinyl) - (9CI) (CA INDEX NAME) 



Br 




RN 855789-66-1 CAPLUS 

CN 4H-Imidazo{4.5-d]pyridazin-4-one, 5-[ (4-bromo-l-naphthalenyl) methyl] -3- (2- 
butynyl) -2- (hexahydro-lH-1, 4-diazepin-l-yl) -3,5-dihydro- (9CI) (CA INDEX 
NAME) 



Br 




RN 855789-67-2 CAPLUS 

CN 4H-Imidazot4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-2- (1- 

piperazinyl)-5-(l,2,4-triazolot4,3-a]pyridin-3-ylmethyl)- (9CI) (CA INDEX 
NAME) 
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RN 855789-68-3 CAPLUS 

CN 4H-Iraidazo[4 , 5-d] pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- [ (1-methyl- 
lH-benzotriazol-5-yl) methyl] -2- (1-piperazinyl) - (9CI) (CA INDEX NAME) 




RN 855789-69-4 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -2- (hexahydro-LH-l, 4- 
diazepin-l-yl) -3,5-dihydro-5-[ (l-methyl-lH-benzotriazol-5-yl) methyl] - 
(9CI) (CA INDEX NAME) 



O 




RN 855789-71-8 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -2- (hesahydro- 1H- 1,4- 

diazepln-l-yl) -3, 5-dihydro-5- (1, 2, 4-trlazolo[4, 3-aIpyridin-3-ylmethyl) - 
(9CI) (CA INDEX NAME) 




RN 855789-73-0 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5~dihydro-S- [ (4 -methyl- 2- 
pyridinyl) methyl] -2- (1-piperazinyl)- (9CI) (CA INDEX NAME) 
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RN 855789-74-1 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -2- (hexahydro-lH-1, 4- 

diazepin-l-yl) -3, 5-dihydro-S- [ (4-methyl-2-pyridinyl) methyl] - (9CI ) (CA 
INDEX NAME) 




O 



RN 855789-75-2 CAPLUS 

CN 4H-Iraidazo[4 r 5-d]pyridazin-4-one, 5- (2, 1, 3-benzothiadiazol-5-ylmethyl) -3- 
(1-butynyl) -3, 5-dihydro-2- (1-piperazinyl)- (9CI) (CA INDEX NAME) 




RN 855789-76-3 CAPLUS 

CN 4H-Imidazot4, 5-d] pyridazin-4-one, 5- (2, 1, 3-benzothiadiazol-5-ylmethyl) -3- 
(1-butynyl) -2- (hexahydro-lH-1, 4-diazepin-l-yl) -3,5-dihydro- (9CI) (CA 
INDEX NAME) 




RN 855789-77-4 CAPLUS 

CN 4H-Imidazo[4,5-d] pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- [ (3-methyl-l- 
isoquinolinyl) methyl] -2- (1-piperazinyl)- (9CI) (CA INDEX NAME) 



<12/21/2005> 



Habte 
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RN 855709-78-5 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -2- (henahydro-lH-l, 4- 
diazepin-l-yl)-3,5-dihydro-5-[ (3-raethyl-l-i3oquinolinyl) methyl] - (9CI) 
(CA INDEX NAME) 




RN 855789-79-6 CAPLUS 

CN 4H-Imidazot4,5-d]pyridazin-4-one, 3- (2-butynyl) -2- (hexahydro-lH-1,4- 
diazepin-l-yl)-3,S-dihydro-5-(l,5-naphthyridin-2-ylmethyl)- <9CI) (CA 
INDEX NAME) 



CB 2 -C^C-Me 




RN 855789-80-9 CAPLUS 

CN 4-l3oquinolinecarbonitrile, l-{ [3- (2-butynyl) -2- (hexahydro-lH-1.4-diazepin- 
1 -yl) - 3 , 4 -dl hyd ro- 4 -oxo- 5H-imidazo [ 4 , 5-d] pyridazi n-S-yl] methyl] - ( 9CI ) 
(CA INDEX NAME) 
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CN 




RN 855789-81-0 CAPLUS 

CN 4-Isoquinolinecarbonitrile, 1- [ [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1- 
pipe razinyl)-5H-imidazo[ 4. 5-dJpyridazin-5-ylJ methyl]- (9CI) (CA INDEX 



CN 




RN 855789-82-1 CAPLUS 

CN 4H-Imidazo[4,5-d]pycidazin-4-one, 3- (2-butynyl) -3. 5-dihydro-2- (1- 
piperazinyl)-5-(6-quinoxalinylmethyl)- (9CI) (CA INDEX NAME) 



O CH2-C^C-Me 



RN 855789-83-2 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-2- (1- 

piperazinyl)-5-[(2,3,8-trimethyl-6-quinoxalinyl)methyl]- (9CI) (CA INDEX 
NAME) 
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IT 705280- &3-3P, 2-Btorao-3- (2-butyn-l-yl) -5- t (4-methyl-quinazolin-2- 
yDmethyl] -3, S-dihydro-iraidazo[4,5-d]pyridazin-4-one 035789-41-29 
, 2- (4-tert-Butoxycarbonyl-piperazin-l-yl) -3- (2-butyn-l-yl) -5- [ {2, 3, 9- 
t rime thyl-quinoxali n-6-yl) me thyl] - 3 , 5-dihyd co-imidazo [ 4 , 5-d] pyridazin- 4 - 
one 855789-42-3P, 2-Bromo-3- (butyn-l-yl) -5- [ (4-cyano-naphthalin- 
1-yl) methyl] -3,5-dihydro-imidazo{4,5-d] pyridazin- 4 -one 
8 55789-43-4 9, 2-Bromo-3- (butyn-l-yl) -5- [ (4-bromo-naphthalin-l- 
yl) methyl] -3, 5-dihyd ro-imidazo[4 , 5-d] pyridazin- 4 -one 835789-44-59 
, 2-Bromo-3- (butyn-l-yl) -5-[ (4-methyl-benzoxazol-2-yl) methyl] -3, S-dihydro- 
imidazo[4,5-d]pyridazin-4-one 855789-45-69, 2-Bromo-3- (butyn-l- 
yl) -5-[ 1(1, 2,4] triazolo[4 , 3-a] pyridin-3~yl) methyl] -3, S-di hydro-imidazo [4, 5- 
d] pyridazin-4-one 855789-46-79, 2-Bromo-3- (butyn-l-yl) -5- [ (1- 
methyl-lH-benzotriazol-5-yl) methyl] -3, 5-di hyd ro-imidazo[4 , 5-d] pyridazin-4- 
one 835789-47-89, 2-Brorao-3- (butyn-l-yl) -5- [ (4-methyl-pyridin-2- 
yl ) methyl] - 3 , 5-di hydro-imidazo [ 4 , 5 -d] py ridazin-4 -one 835789-48-99' 
855789-49-09, 2-Bromo-3- (butyn-l-yl) -5- [( 3-methyl-isoqui nolin- 1- 
yl) methyl] -3,5-dihydro-iinidazo[4, 5-d] py ridazin-4 -one 853789-50-39 
, 2-Bromo-3- (butyn-l-yl) -5-[ (1, 5-naphthyridin-2-yl) methyl] -3, 5-di hydro- 
imidazo [4, 5-d] pyridazin- 4 -one 855789-51-49, 2-Bromo-3- (butyn-l- 
yl) -5- { (4-cyano-i3oquinoUn-l-yl) methyl] -3, 5-dihydro-imidazo [ 4, 5- 
d]py ridazin-4 -one 855789-52-59, 2-Bromo-3- (butyn-l-yl) -5- 
[ (quinoxalin-6-yl) methyl] -3, 5-di hydro-imidazo {4, 5-d] py ridazin-4 -one 
RL: RCT (Reactant)i SPN (Synthetic preparation) » PREP (Preparation)* RACT 
(Reactant or reagent) 

(preparation of (homo) pipe razinylimidazoyridazinones for treatment of 
diabetes mellitus) 

RN 705280-63-3 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2-brorao-3- (2-butynyl) -3,5-dihydro-5- [ (4- 
methyl-2-quinazoUnyl) methyl]- (9CI) (CA INDEX NAME) 




Me 



RN 855789-41-2 CAPLUS 

CN 1-Piperazinecarbojrylic acid, 4- [1- (2-butynyl) -6, 7-dihydro-7-o«o-6-t (2,3,8- 
triraethyl-6-quinoxalinyl) methyl] -lH-imidazo[4,5-d] py ridazin-2-yl] - , 
1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 



<12/21/2005> 
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RN 855789-42-3 CAPLUS 

CN 1-Naphthalenecarbonitrile, 4- [[2-bromo-3- (1-butynyl) -3, 4-dihydro-4-oxo-5H- 
imidazo[ 4, 5-d] pyridazi n-5-yl] methyl]- (9CI) (CA INDEX NAME) 



CN 




RN 8557B9-43-4 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-brorao-5- [ (4-bromo-l- 
naphthalenyl) methyl] -3- (1-butynyl) -3, 5-dihydro- (9CI) (CA INDEX NAME) 



Br 




RN 855789-44-5 CAPLUS 

CN 4H-Imidazo [4, 5-d] py ridazin-4 -one, 2-brorao-3- < 1-butynyl) -3, 5-dihydro-5-{ (4- 
methyl-2-benzoKazolyl) methyl] - (9CI) (CA INDEX NAME) 



Me 




Habte 



10/726,214 
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RN 855789-45-6 CAPLUS 

CN 4H-Imidazo[4,5-dlpyridazin-4-one, 2-bromo-3- (1-butynyl) -3, 5-dihydro-5- 
(l,2,4-triazolo[4,3-a]pyridin-3-ylmethyl)- (9CI) (CA INDEX NAME) 




RN 855789-46-7 CAPLUS 

CN 4H-Imidazo[4,S-d|pyridazin-4-one, 2-bromo-3- (1-butynyl) -3, 5-dihydro-5-[ (1- 
methyl-lH-benzotriazol-S-yl) methyl]- (9CI) (CA INDEX NAME) 



0 




RN B55789-47-8 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-bromo-3- (1-butynyl) -3, 5-dihydro-5- [ (4- 
methyl-2-pyridinyl) methyl]- (9CI) (CA INDEX NAME) 




RN 855789-48-9 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one r 5- (2,1, 3-benzothiadiazol-5-ylmethyl) -2- 
bromo-3- (1-butynyl) -3, 5-dihydro- (9CI) (CA INDEX NAME) 
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RN 855789-49-0 CAPLUS 

CN 4H-Imidazo[4,5-d)pyridazin-4-one, 2-bcomo-3- (1-butynyl) -3, 5-dihydro-5- [ (3- 
methyl-l-isoquinolinyl)methylJ- (9CI) (CA INDEX NAME) 




RN 855789-51-4 CAPLUS 

CN 4-1 soquinolinecarbonit rile, l-[ [2-bcomo-3- (1-butynyl) -3, 4-dihydro-4 -oxo-5H- 
imidazo[4,5-d]pyridazin-5-ylJmethyl]- (9CI) (CA INDEX NAME) 



CN 
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855789-52-5 CAPLUS 

4H-Imidazo[4,5-d]pyridazin-4-one, 2-bromo-3- (1-butynyl) -3, 5-dihydro- 5- (6- 
quinoxalinylmethyl) - (9CI) (CA INDEX NAME) 
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O R 



AB The present invention relates to bicyclic imidazole compds. of general 
formula I wherein Rl to R3 and A are defined in claims (an example of a 
compound of the invention is 1- [ (4-methyl-3-oiryquinazolin-2-yl) methyl] -3- 
methyl-7- (2-butyn-l-yl) -8- ( (R) -3-aminopiperidin-l-yl) xanthine) , , the 
tautooers, the enantiomers, the stereoisomers, the miKts. thereof and the 
salts thereof, which have valuable Pharmacol, properties, particularly an 
inhibiting effect on the activity of the enzyme dipeptidylpeptidase-IV 
(DPP-IV). In addition to the compds., pharmaceutical compns. containing I 

and a 

process for preparing I are also claimed. A method of treating a disease 
chosen from type I and II diabetes mellitus, arthritis, obesity, allograft 
transplantation and calcitonin-induced osteoporosis using I is also 
claimed. 
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IT 8S6408-30-3P 836408-31-6P 656408-32-79 
B5640B-33-8P 856408-34-flP 056408-35-0? 

856408-37-29 B3640B-38-3P, 2- (Pipe rati n-l-yl) -3- (2-butyn- 
l-yl) -5- [ (4-methyl-3-o«ide-quinazolin-2-yl) methyl] -3. S-dihydroimidazot 4 , 5- 
d]pyridazin-4-one 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(candidate drug; preparation of bicyclic imidazole derivs. and their use 

in 

pharmaceutical coapns. for treating various diseases) 
RN 856409-30-5 CAPLUS 

CN 4H-Iaidazo[4, 5-d]pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-dihydro-5- £ (l-OHido-2-quinolinyl) methyl]- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 856408-31-6 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5 -di hydro- 5- [ (3-methyl-2-osido-l-isoquinolinyl) methyl] - (9CI ) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 856408-32-7 CAPLUS 

CN 4H-Iraidazo(4,5-d]pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-dihydro-5- [ (5-o«ido-6-phenanthridinyl) methyl]- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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O 



RN B5640B-33-8 CAPLUS 

CN 4H-Imldazo[4.5-d]pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl)-3 f 5-dihydro-5-t(3-osido-2-quinazoUnyl) methyl]- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 856408-34-9 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl)-5-[(l,4-dioxido-2-quinoaalinyl)methyl]-3,5-dihydro- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




0 



RN 856408-35-0 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2-[ (3R> -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5 -di hydro- 5- [ <4-methyl-3-oxido-2-quinazolinyl) methyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 
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Me 



RN 856408-37-2 CAPLUS 

CN 4H-Imidazo{4,5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- ( 2- 

butynyl) -3, 5-dihydro-5-[ (2-o*ido-3-isoquinolinyl) methyl]- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry' 




RN 856408-38-3 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3,5-dihydro-5-l (4-methyl-3- 
oxido-2-quinazolinyl) methyl] -2- (1-piperazinyl) - (9CI) (CA INDEX NAME) 




Me 



IT 856408-1 1-2 P 856408-12-3P 856408-13-49 
856408- 14-5P 856408-15-6P 856408-16-79 
856408-17-8P 856408-19-OP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of bicyclic imidazole derivs. and their use in 
pharmaceutical 

compns. for treating various diseases) 
RN 856408-11-2 CAPLUS 

CN Carbamic acid, [ (3R) -1- [1- (2-butynyl) -6, 7-dihydro-6-[ (l-oxido-2- 

quinolinyl) methyl] -7-oxo-lH-imidazo[4, 5-d] pyridazin-2-yl] -3-piperidinyl] 
1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 856408-12-3 CAPLUS 

CN Carbamic acid, [ (3R)-1-[1- (2-butynyl) -6, 7-dihydro-6- [( 3-methyl-2-oxido-l- 
isoqui noli nyl) methyl] -7-oao-lH-imidazo[4,5-d]pyridazin-2-yl] -3- 
piperidinyl)-, 1, 1-diraethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 856408-13-4 CAPLUS 

CN Carbamic acid, [ (3R)-1-[1- (2-butynyl) -6, 7-dihydro-6- [ (5-o«ido-6- 
phenanthridinyl) methyl] -7-oxo-lH-imidazo [4 , 5-d] pyridazin-2-yl] -3- 
piperidinyl]-, 1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




0 0 



RN 856408-14-5 CAPLUS 

CN Carbamic acid, { (3R)-1-[1- (2-butynyl) -6, 7-dihydro-6-[ ( 3-oxido-2- 

quinazolinyl) methyl] -7-oxo-lH-iraidazo[4, 5-d] pyridazin-2-yl] -3-piperidi nyl] - 
, 1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 656408-15-6 CAPLUS 

CN Carbamlc acid, [ (3R>-1-[1- (2-butynyl) -6- [ (1, 4-dioxido-2- 

quinoxalinyl) methyl) -6. 7-dihydro-7-oxo-lH-imidazo [ 4 , 5-d] pyridazin-2-yl] -3- 
piperidinyl]-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




II 



0 



RN 856409-16-7 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-bromo-3- (2-butynyl) -3, 5-dihydro-5-[ (4- 
methyl-3-oxido-2-o^iinazolinyl) methyl]- (9CI) (CA INDEX NAME) 




He 



RN 856408-17-8 CAPLUS 

CN Carbamic acid, { (3R>-1-{1- (2-butynyl) -6, 7-dihydro-6-[ (4-methyl-3-oxido-2- 
quinazolinyl) methyl] -7-oxo-lH-imidazo[4, 5-d] pyridazin-2-yl] -3-piperidinyl] - 
, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Me 

RN 856408-19-0 CAPLUS 

CN Carbamic acid, [ (3R) -1-{1- (2-butynyl) -6, 7-dihydro-6- [ <2-osido-3- 
isoquinolinyl) methyl] -7-oxo-lH-imidazo(4, 5-d]pyridazin-2-yl] -3- 
piperidlnyl]-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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WO 2005053695 Al 20050616 WO 2004-JP14857 20041007 

W: AE, AG, AL, AM, AT, AU, AZ, BA, BB, BG, BR, BW, BY, BZ, CA, CH, 

CN, CO, CR, CU, C2, DB, DK, DM, DZ, EC, BE, EG, ES, FI, GB, GD, 

GB, GH, GM, HR, HU, ID, IL, IN, IS, JP, KB, KG, KP, KR, KZ, LC, 

LK, LR, LS, LT, LU, LV, MA, MD, KG, HK, KN, MW, MX, MZ, NA, NI, 

NO, NZ, OM, PG, PH, PL, PT, RO, RU, SC, SO, SB, SG, SK, SL, SY, 

TJ, TM, TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, YU, ZA, ZM, ZW 

RW: BW, GH, GM, KB, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG, ZM, ZW, AM, 

AZ, BY, KG, KZ, MD, RU, TJ, TM, AT, BB, BG, CH, CY, CZ, DE, DK, 

EE, ES, FI, FR, GB, GR, HU, IB, IT, LU, MC, NL, PL, PT, RO, SB, 

SI, SK, TR, BF, BJ, CP, CG, CI, CM, GA, GN, GQ, GW, ML, MR, NB, 

SN, TO, TG 

PRIORITY APPLN. INFO. : JP 2003-405337 A 20031204 

OTHER SOURCE(S): MARPAT 143:59991 

GI 



o x 

Rl ^ N ^\^N 



AB There are provided preventives or therapeutic agents for multiple 

sclerosis, characterized by containing compds. represented by the following 
general formula (I) [ring Tl - (un) substituted 4- to 12-membered mono- or 
di cyclic heterocyclyl containing 1 or 2 N atoms; X - each (un) substituted 

CI -6 

alkyl, C2-6 alkenyl, C2-6 alleynyl, C6-10 aryl, 5- to 10-membered 
heteroaryl, C6-10 aryl -CI -6 alkyl, or 5- to 10 -me inhered heteroaryl-Cl-6 
alkyl i the solid line accompanied by a dotted line between Z2 and Zl - a 
single or double bond; when the bond is a single bond, Zl - NR2 and Z2 - 
CO; when the bond is a double line, Zl, Z2 - N or CR2; Rl, R2 - -A0-A1-A2 
(wherein AO - a single bond, (un) substituted Cl-6 alkylene; Al - a single 
bond, S, O, S(O), S(0)2, 02C, CO 2, NRA, CON HA, NRACO, S02NRA, or NRAS02; 
A2, RA - H, halo, cyano, each (un) substituted guanidino, Cl-6 alkyl, C3-8 
cycloalkyl, C3-B cycloalkenyl, C2-6 alkenyl, C2-6 alkynyl, C6-10 aryl, 5- 
to 10-nembered heteroaryl, 4- to B-membered heterocyclyl, or 5- to 
10-membered heteroaryl-Cl-6 alkyl, etc.); when Z2 - CR2, Rl and R2 

<12/21/2005> 
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together form a 5- to 7-membered ring], salts thereof, or hydrates of 
either. Thus, 7 mg 4- p- (2-butynyl) -2-chloro-l- (2-cyanobenzyl) -6-oxo-6, 7- 
dihydro-lH-purin-B-ylJ pipe razine-l-carboxy lie acid tert-Bu ester was 
dissolved in 0.2 mL l-methyl-2-pyrrolidone, treated with B mg 
3-hydroxypyridine-2-carboxand.de and 8 mg K2C03, stirred at 100* for 
2 h, treated with 1 N aq. HC1, and extd. with EtOAc. The EtOAc ext. was 
coned., dissolved in CF3C02H, and coned, to give, after purifn. using 
reversed-phase HPLC, 3- [ (7- (2-butynyl) -1- (2-cyanobenzyl) -6-0x0-8- 
(piperazin-l-yl) -6, 7-di hydro- lH-purin-2-yl] oxyj pyridine -2-carboxamide 
trifluoroacetate (II). II showed IC50 of 0.000890 uM against 
dipeptidyl peptidase IV (DPPIV) . 7- (2-Butynyl)-l,3-diraethyl-8-(piperazin- 

1- yl) -3, 7- (piperazln-l-yl) -3, 7-dihydropurine-2,6-dione, 

2- [ [7- (2-butynyl) -l-methyl-6-oxo-8- (piperazin-l-yl) -6, 7-dihydro-lH-purin-2- 
yl]oxy] be nz amide, and 2-(3-aminopiperidin-l-yl)-3-(2-butynyl)-5-methyl-3,5- 
dihydroimidazo[4,5-d]pyridazin-4-one trifluoroacetate inhibited the onset 
of allergic encephalomyelitis (EAE) in mice of human multiple sclerosis 
model. 

IT S35717-63-6P, 3- (2-Butynyl) -S-methyl-2- (piperazin-l-yl) -3, 5- 
dihydroimidazo(4,5-d]pyridazin-4~one 835720-65-97, 
2- [ [3- (2-Butynyl) -4-OXO-2- (piperazin-l-yl) -3, 4-dihydroimidazo[4, 5- 
d] pyridazin-5-yl] methyl] benzonitrile 654279-13-37 
654279-14-47 854279-17-77 654279-18-87 
654279-24-6P 854279-25-77 854279-28-87 
654279-27-97 854279-29-17 854279-30-47 
654279-31-57 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) » BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(reparation of fused imidazole derivs. such as 

dihydroimidazopyridazine, dihydroimidzolpyridine, hypoxanthine, and 
xanthine derivs. and preventives or therapeutic agents for multiple 
sclerosis) 
RN 635717-65-6 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 3- (2-butynyl) -3, S-dihydro-5-methyl-2- (1- 
piperazinyl)- (9CI) (CA INDEX NAME) 



* I CH2-G 
O 



RN 635720-65-9 CAPLUS 

CN Benzonitrile, 2- [ [3- (2-butynyl) -3, 4 -di hydro- 4 -oxo- 2- (1-piperazinyl) -5H- 
imidazo[4, 5-d] pyridazin-5-yl] methyl]- (9CI) (CA INDEX NAME) 



Habte 
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CB2-<^C-Me 
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i 



CH 2 -C==C-Me 



RN 854279-13-3 CAPLUS 

CN 4H-Inidazo[4 r 5-d]pyrldazin-4-one, 3- (2-butynyl) -3, 5-di hydro- 5 -methyl- 2- (1- 
piperazinyl)-, trif luoroacetate (9CI) (CA INDEX NAME) 



CRN 635717-65-6 
CKF C14 HIS N6 O 



CRN 76-05-1 
CMF C2HF3 02 



18 0 CH2-C=C-Me 



-c-c 



RN 854279-17-7 CAPLUS 

CN 4H-Iraidazo[4, 5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5-raethyl-2- (1- 
piperazinyl)-, 4-methylbenzenesulfonate (9CI) (CA INDEX NAME) 



CRN 76-05-1 
CMF C2 H F3 02 



-C-C02H 
F 



CRN 635717-65-6 
CMF C14 H18 N6 O 



vCr 



CH2-C=C-Me 



RN 854279-14-4 CAPLUS 

CN 4H-Imidazo(4,5-d]pycidazin-4-one, 3- (2-butynyl) -3, 5-dihydrc-5- 

[(phenylraethoxy) methyl) -2- (1-piperazinyl)-, trif luoroacetate (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635717-67-8 
CMF C21 H24 N6 02 



CRN 104-15-4 

CMF C7 H8 03 S 
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H0 3 S 

RN 854279-18-8 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2- (3-aaino-l-piperidinyl) -3- (2-butynyl) - 
3,S-dihydro-5-methyl-, trif luoroacetate (9CI) (CA INDEX NAME) 
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.OCX 0 " 



5C-CH2 T 



CH2-C=C-Me 



CRN 635717-75-8 
CMF C15 H20 N6 O 



CRN 76-05-1 
CMF C2HF3 02 



fl CH2-C=C-Me 



CRN 76-05-1 
CMF C2 H F3 02 



-c-c 



RN 854279-25-7 CAPLUS 

CN 4H-Imidazo{4, 5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-di hydro-5-[2- (3- 

methoxyphenyl) -2-oxoethyl] -2- (1-piperazinyl) trif luoroacetate (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635720-63-7 
CMF C22 H24 N6 03 



-C-C 



RN 854279-24-6 CAPLUS 

CN 4H-Iaidazo[4,5-dIpyridazin-4-one, 3- (2-butynyl) -3. 5-dihydro-2- (1- 

piperazinyl)-5-(2-propynyl>-, trif luoroacetate (9CI) (CA INDEX NAME) 



CH2-C5SSC— Me 



CRN 635720-47-7 
CMF C16 HI 8 N6 O 



CRN 76-05-1 
CMF C2 H F3 02 
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RN 854279-26-8 CAPLUS 

CN Benzonitrile, 2-[ [3- (2-butynyl) -3, 4-dihydro~4 -o»o-2- (1-piparazinyl) -5H- 
imidazo[ 4, 5-d] pyridazin-5-yl] methyl]-, trif luoroacetate (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635720-65-9 
CMP C21 H21 N7 O 
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CM 2 



CRN 76-05-1 
CMF C2 H F3 02 



F 

I 

F-C-C02H 



CH2-CSE3C-Me 



6V> 



854279-29-1 CAPLUS 

4H-Iraidazo[4, S-d] pyridazin-4-one, 3, 5-dihydro-5-methyl-3- (phenylmethyl) -2- 
(l-piperazinyl>-, trif luoroacetate (9CI) (CA INDEX NAME) 



CRN 635721-55-0 
CMF C17 H20 N6 O 



CRN 76-05-1 
CMF C2 H F3 02 



F-C-CD2H 




854279-27-9 CAPLUS 

Benzonitrile. 2-[ [3- (2-butynyl) -3, 4-dlhydro-4-oxo-2- (1-plperazinyl) -5H- 
imidazo[4,5-d]pyridazin-S-yl]methyl]-3-fluoro-, trif luoroacetate (9CI) 
(CA INDEX NAME) 



76-05-1 
C2 H F3 02 



CM 



1 



CRN 635721-29-8 
CMF C21 H20 F N7 O 



-c-c 



O CH2-C^C-Me 



RN 854279-30-4 CAPLUS 
CN 4H-Imidazo[4,5-d]pyridazin-4-one, 
(phenylmethyl) -2- (1-piperazinyl) - 



635721-59-4 
C24 H26 N6 O 



3, 5 -di hydro- 5- (2-phenylethyl) -3- 
trif luoroacetate (9CI) (CA INDEX 1 
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■vCr 



CRN 76-05-1 
CMF C2 H F3 02 



5-Methyl-3,5-dihydroimidazo[4.5-d] pyridazin-4-one 
02137-5O-6, 5- (Benzyloxymethyl) imidazo[4 , 5-d J pyridazin-4-one 
RL: RCT (Reactant) t RACT (Reactant or reagent) 
(reparation of fused imidazole derivs. such as 

dihydroiraidazopyridazine, dihydroimidzolpyridine, hypoxanthine, and 
xanthine derivs. and preventives or therapeutic agents for multiple 
sclerosis) 
76756-58-6 CAPLUS 

4H-Imidazo[4,5-d]pyridazin-4-one, 1, 5-di hydro- 5 -methyl- (9CI) (CA INDEX 
NAME) 



RN 854279-31-5 CAPLUS 

CN lH-Imidazo[4,5-d]pyridazine-4-carboxamide, 1- (2-butynyl) -6, 7-dihydro-6- 
raethyl-7-oxo-2- (1-piperazinyl)-, trif luoroacetate (9CI) (CA INDEX NAME) 



CRN 635722-01-9 
CMF C15 HI 9 N7 02 



82137-50-6 CAPLUS 

4H-Imidazo[4,5-d]pyridazin-4-one, 1, 5-dihydro-5-[ (phenylmethoxy) methyl] - 
(9CI) (CA INDEX NAME) 



Ph— CH2-0— CH2 





CS2- E C- Me 



CRN 76-05-1 
CMF C2 H F3 02 



<12/21/2005> 



IT 635722-43-1R, 2-Chloro-5-methyl-l, 5-dihydroimidazo[4, 5-d] pyridazin- 
4-one 835722-46-2P, 3-(2-Butynyl) -2-chloro-5-raethyl-3, 5- 
dihydroimidazo[4, 5-d]pyridazin-4-one 635722-47-3P, 

4-(l-(2-Butynyl) -6-raethyl-7-oxo-6,7-dihydro-lH-imidazo[4,5-d]pyridazin-2- 

yl]piperazina-l-carboxylic acid tert-butyl ester 635722-77-9*, 

4-[6-Benzyloxymethyl-7-oxo-6,7-dihydro-lH-iraidazo[4,5-d]pyridazin-2- 

yl]piperazine-l-carboxylic acid tert-butyl ester 635722-78-0*, 

4- [6-Benzyloxymethyl-l- (2-butynyl) -7-oxo-6, 7-dihydro-lH-imidazo[4,5- 

d]pyridazin-2-yl] pipe razine-l-carboxy lie acid tert-butyl ester 

635722- 82-6P, 4- (6-Methyl-7-oxo-6, 7-dihydro-lH-lmidazo[4 , 5- 
d]pyridazin-2-yl) pipe razine-l-carboxy lie acid tert-butyl ester 

635723- 02-3P, 4- (l-Benzyl-6-benzyloxymethyl-7-oxo-6, 7-di hydro- 1H- 

imidaz o [ 4 , 5 -d] py ridazi n- 2-yl ) pipe razi ne- 1 -ca rboxyli c acid tert-butyl ester 
63S723-14-7P, 4-[l- (2-Butynyl) -4-carbamoyl-6-methyl-7-oxo-6, 7- 
dihydro-lH-imidazo[4, 5-d] pyridazin-2-yl] pipe razine-l-carboxy lie acid 
tert-butyl ester 63S723-7S-4P, (1- (6-Hethyl-7-oxo-6, 7-dihydro-lH- 
imidazo{4 r 5-d]pyridazin-2-yl)piperidin-3-yl]carbamic acid tert-butyl ester 
RL: RCT (Reactant) t SPN (Synthetic preparation) i PREP (Preparation); RACT 

Habte 
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(Reactant or reagent) 

(reparation of fused imidazole deriva. such as 

dihydroiraidazopyridazine. dihydroiraidzolpyridine, hypoxanthine, and 
xanthine derivs. and preventives or therapeutic agents for multiple 
sclerosis) 
635722-45-1 CAPLUS 

4H-Imidazo[4,5-d]pyridazin-4-one, 2-chloro-l, 5-dihydro-5-nethyl- (9CI) 
(CA INDEX NAME) 
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J> NH 



O 
II 

C-OBu-t 




Ph-CH2— 0-CH2 J| 



RN 635722-78-0 CAPLUS 

CN 1 -Pipe razinecarboxy lie acid, 4-[l- (2-butynyl) -6, 7-dihydro-7-oxo-6- 
[ (phenylmethoKy) methyl) -lH-imidazo [4, 5-d]pyridazin-2-yl] -, 
1,1 -dime thylethyl ester (9CI) (CA INDEX NAME) 



635722-46-2 CAPLUS 

4H-Imidazo[4, S-d]pyridazin-4-one, 3- (2-butynyl) -2-chloro-3, S-dihydro-5- 
nethyl- (9CI) (CA INDEX NAME) 



V 



CH2~CSC-He 



Ph-CH2— 0-CH2 



635722-47-3 CAPLUS 

1-Piperazinecarboxylic acid, 4- [1- (2-butynyl) -6, 7-dihydro-6-methyl-7-oi 
lH-imidazot4,5-d]pyridazin-2-yl]-, 1, 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 



RN 635722-82-6 CAPLUS 

CN 1-Pipe razinecarboxy lie acid, 4- (4, 5-dihydro-5-methyl-4-oxo-lH-imidazo[4, 5- 
d]pyridazin-2-yl)-, 1, 1 -dime thylethyl ester (9CI) (CA INDEX NAME) 




635722-77-9 CAPLUS 

1-Piperazinecarboxylic acid, 4- [4, 5-dihydro-4-oxo-5- 

[ (phenylmethoxy) methyl] -lH-imidazo[4, 5-d]pyridazin-2-yl]- 

1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




RN 635723-02-3 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4-[6, 7-dihydro-7-oxo-6- 

[ (phenylmethoxy) methyl] -l-(phenylmethyl) -lH-imidazo[4, 5-d]pyridazin-2-yl] - 
, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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Ph— CH2 — O— CH2 



II 

C-OBu-t 



RN 635723-14-7 CAPLUS 

CN 1-Pipe razinecarboxy lie acid, 4-{4-(aminocarbonyl)-l-(2-butynyl)-6,7- 
dihydro-6-methyl-7-oxo-lH-imidazo[4,5-d] pyridazin-2-yl] -, 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




L4 ANSWER 6 OF 26 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



CH 2 -C==C-Me 



CAPLUS COPYRIGHT 2005 ACS on STN 
2005:245650 CAPLUS 
142:463689 

Synthesis of Purines and Other Fused Imidazoles from 
Acyclic Ami dines and Guani dines 
Szczepankievd.cz, Bruce G.j Rohde, Jeffrey J.J 
Kurukulasuriya, Ravi 

Metabolic Disease Research, Global Pharmaceutical 
Research and Development Organization, Abbott 
Laboratories, Abbott Park, IL, 60064-6098, USA 
Organic Letters (2005), 7(9), 1833-1835 
CO DEN: ORLEF7; ISSN: 1523-7060 
American Chemical Society 
Journal 
English 

CAS REACT 142:463689 

Purines, xanthines, and other fused imidazoles can be prepared from ami dines 
or guanidines, with retrosynthetic disconnection at the ring fusion. Ring 
closure proceeds using Cu(I), with no special ligands required. The 
method allows for easy modification of the heterocyclic nucleus and is 
tolerant of functionality pendant to the ring system. 
8510O8-63-4P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of purines and other fused imidazoles from acyclic amidines 

guanidines) 
851608-63-4 CAPLUS 

Carbamic acid, [1- [5- [ (4-chlorophenyl) methyl] -4 , 5-dihydro-4-oxo-lH- 
imidazo[4,5-d]pyridazin-2-yl] -3-piperidinyl] -, 1, 1-dimethylethyl ester 
(9CI) (CA INDEX NAME) 



AUTHOR(S) : 



CORPORATE SOURCE: 



SOURCE: 

PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE: 
OTHER SOURCE (S) : 
AB 



RN 635723-79-4 CAPLUS 

CN Carbamic acid, (1- (4, 5-dihydro-5-methyl-4-oxo-lH-imidazo[4, 5-d] pyridazin-2- 
yl) -3-piperidinyl J -, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 



NH- C-OBu-t 




N^^i N 



NH— C— OBu-t 



THERE ARE 15 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



REFERENCE COUNT: 



23 THERE ARE 23 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



<12/21/2005> 



Habte 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S): 
PATENT ASSIGNEE(S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2005:99345 CAPLUS 
142:177053 

Preparation of purine nucleoside analogs for treating 
flaviviridae including hepatitis C 
Storer, Richardi Gosselin, Gilles; Dukhan, David; 
Leroy, Frederic 

Idenix Cayman Limited, Cayman I. i Centre National De 

La Recherche Scientifique; L'universite Montpellier II 

PCT Int. Appl., 139 pp. 

CO DEN: PIXXD2 

Patent 

English 

1 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



wo 


2005009418 




A2 




20050203 




WO 2004- 


-IB2703 




20040726 


wo 


2005009419 




A3 




20050407 




















W: 


AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BW, 


BY, 


BZ, 


CA, CH, 






CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


EG, 


ES, 


FI, 


GB, GD, 






GB, 


GH, 


GM, 


an. 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, LC, 






LX, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


KG, 


MX, 


MM, 


MW, 


MX, 


MZ, 


NA, NI, 






NO, 


NZ, 


OM, 


PG, 


PH, 


PL, 


PT, 


RO, 


RU, 


SC, 


SD, 


SE, 


SG, 


SK, 


SL, SY, 






TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


UZ, 


VC, 


VN, 


YU, 


ZA, 


ZM, ZW 




RW: 


BW, 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


NA, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, AM, 






AZ, 


BY, 


KG, 


KZ, 


HD, 


RU, 


TJ. 


TM, 


AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, DK, 






EE, 


ES, 


FI, 


FR, 


GB, 


GR, 


HU, 


IE, 


IT, 


LU, 


MC, 


NL, 


PL, 


PT, 


RO, SE, 






SI, 


SX, 


TR, 


BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA. 


GN, 


GO, 


GW, 


ML. 


MR, NE, 






SN, 


TD, 


TG 


























US 


2005075309 




Al 




20050407 




US 2004- 


-900008 




20040726 


PRIORITY APPLN. 


INFO. : 












US 2003- 


490216P 




P 20030725 



OTHER SOURCE(S): 



MARPAT 142:177053 



R3 R2 




AB Title nucleosides I, wherein B is nucleobase; R is H, mono-, di-, or 
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tri-phosphate, a stabilized phosphate, or phosphonate; X is O, S[0]n, CH, 
CHOH, substituted CH , NH, N-alkyl, N-alkenyl, N-alkynyl, S(0)N-alkyl, 
S(O) N-alkenyl, S(O) N-alkynyl, SCH-halogen; n is 0-2; Rl and Rl* are 
independently H, OH, alkyl, azido, cyano, alkenyl, alkynyl, C (O) O- (alkyl) , 
C(O) O- (alkenyl) . C(0)0- (alkynyl) , O(acyl), O(alkyl), O(alkenyl), 
O (alkynyl), halogen, N02, NH2, NH-alkyl, NH(acyl), amide, S(O) N-alkyl, 
S(O) N-alkenyl, 5 (O) N-alkynyl, SCH- halogen* X is O, S[0)n, NH, N-alkyl, 
N-alkenyl, N-alkynyl, S(O) N-alkyl, S(O) N-alkenyl, S (O) N-alkynyl, or 
SCH-halogen; R2 and R3 are independently OH, NH2, SH, halogen, CN, N02, 
amide, N3, alkyl, alkenyl, alkynyl, C (0)0- (alkyl) , C (0)0- (alkenyl) , 
C (0)0- (alkynyl), O(acyl), 0( alkyl), 0( alkenyl), O (alkynyl), OC(0)NH, NC, 
C(0)OH, SCN, OCN, S (alkyl), S (alkenyl), S (alkynyl), NH(alkyl), 
NH( alkenyl), NH (alkynyl), an amino acid residue, a prodrug or leaving 
group that provides OH in vivo, or an 3-7 membered heterocyclic ring 
having O, S and/or N independently as a heteroatom taken alone or in 
combination; R2' and R3' are independently H; alkyl, alkenyl, or alkynyli 
C (0)0 (alkyl), C (0)0 (alkenyl) , C (0)0 (alkynyl) , amide, O(acyl), 0 (alkyl), 
O(alkenyl), halogen, halogenated alkyl and particularly CF3, azido, cyano, 
N02, S (alkyl), S (alkenyl), S (alkynyl), NH2, NH(alkyl), NH(alkenyl), 
NH(alkynyl), NH(acyl) were prepd. as antiviral agents. This invention is 
directed to a method for treating a host, esp. a human, infected with 
hepatitis C, flavivirus and/or pes ti virus, comprising administering to 
that host an effective amt. of an anti-HCV biol. active 
pentofuranonucleoside where the pentofuranonucleoside base is an 
optionally substituted 2-azapurine. The optionally substituted 
pentofuranonucleoside, or a salt or prodrug thereof, may be administered 
alone or in combination with one or more optionally substituted 
pentofuranonucleosides or other anti-viral agents. Thus, purine 
nucleoside II.2HC1 was prepd. and tested in vitro as antiviral agent. The 
antiviral agent is selected from the group consisting of an interferon, 
ribavirin, an interleukin, an NS3 protease inhibitor, a cysteine protease 
inhibitor, phenanthrenequinone, a thiazolidine deriv., a thiazolidine and 
a benzanilide, a helicase inhibitor, a polymerase inhibitor, a nucleotide 
analog, gliotoKin, cerulenin, an antisense phosphorothioate 
oligodeoxy ribonucleotide, an inhibitor of IRES-dependent translation, and 
a ribozyme. 
82137-50-6P 

RL: RCT (Reactant) i SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of purine nucleoside analogs for treating flaviviridae 

including hepatitis C) 
82137-50-6 CAPLUS 

4H-Imidazo[4,5-d]pyridazin-4-one, 1, 5-dihydro-5-[ (phenylmethoxy) methyl] - 
(9CI) (CA INDEX NAME) 



Ph-CH2-0—CH2 
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ACCESSION NUMBER: 
DOCUMENT 1 
TITLE: 



PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2004:1127381 CAPLUS 
142:74585 

Preparation of inidazopyridazinones and related 
compounds as dipeptidyl peptidase IV (DPP-IV) 
inhibitors for the treatment of diabetes 
Eckhardt, Matthias; Hauel, Norbert; Langkopf, Elke; 
Himmelsbach, Frank; Kauf fmann-Hef ner. Iris; Tadayyon, 
Mohammad; Mark, Michael 

Boehringer Ingelheim International GmbH, Germany; 

Boehringer Ingelheim Pharma GmbH t Co. Kg 

PCT Int. Appl., 106 pp. 

CO DEN: PIXXD2 

Patent 

German 

1 



PATENT NO. 






KIND 


DATE 






APPLICATION NO. 




DATE 


WO 2004111051 




Al 




20041223 




WO 2004-EP6303 




20040611 


W: 


AE, 


AG, 


AL, 


AM, 


AT, 


, AU, 


AZ, 


BA, 


BB, BG, BR, 


BW, 


BY, 


BZ, CA, CH, 




CN, 


CO, 


CR, 


CU, 


CZ, 


, DK, 


DM, 


DZ, 


EC, EE, EG, 


ES, 


FI, 


GB, GD, GE, 




GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, KE, KG, 


KP, 


KR, 


KZ, LC, LK, 




LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


HG, 


MX, MN, MW, 


MX, 


MZ, 


NA, NI, NO, 




NZ, 


OM, 


PG, 


PH, 


PL, 


, PT, 


RO, 


RU, 


SC, SD, SE, 


SG, 


SK, 


SL, SY, TJ, 




TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


UZ, VC, VN, 


YU, 


ZA, 


ZM, ZW 


RW: 


BW, 


GH, 


GM, 


KE, 


LS, 


. MW, 


MZ, 


NA, 


SD, SL, SZ, 


TZ, 


UG, 


ZM, ZW, AM, 




AZ, 


BY, 


KG, 


KZ, 


MD, 


, RU, 


TJ, 


TM, 


AT, BE, BG, 


CH, 


CY, 


CZ, DE, DK, 




EE, 


ES, 


FI, 


FR, 


GB, 


GR, 


HU, 


IE, 


IT, LU, MC, 


NL, 


PL, 


PT, RO, SE, 




SI, 


SK, 


TR, 


BF, 


BJ, 


CF, 


CG, 


CI, 


CM, GA, GN, 


GQ, 


GW, 


ML, MR, NE, 




SN, 


TD, 


TG 




















DE 10327439 






Al 




20050105 




DE 2003-10327439 




20030619 


US 2005026921 




Al 




20050203 




US 2004-865719 




20040610 


PRIORITY APPLN. 


INFO. : 












DE 2003-10327439 




A 20030619 




















US 2003-487309P 




P 20030715 



MARPAT 142:74585 



<12/21/2005> 



Habte 
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I 



II 



AB Title compds. I [Rl - allcyl substituted 3, 4-dihydroquinolinyl, 

3,4-dihydroisoquinolinyl, 1. 4-dihydroquinazolinyl, etc.; R2 - H, F, CI, 
etc. i R3 - (un) substituted allcyl, e.g., cycloallcyl, cycloalkenyl, aryl, 
etc. i R4 - (un) substituted azetidin-l-yl. pyrrolidin-l-yl; Y - N, C-R5; R5 
- H, allcyl) and their pharmaceutical^ acceptable salts and formulations 
were prepared For example, TFA mediated deprotection of Boc- amine II (X - 
Boc) afforded claimed Iraidazopyridazinone II (X - H) in 63% yield. In 
dipeptidyl peptidase IV (DPP-IV) inhibition assays, 8 -examples of compds. 
I exhibited IC50 values ranging from 3-58 nM, e.g., the IC50 value of 
imidazopyridazinona II (X - H) was 14 nM. Compds. I are claimed to be 
useful for the treatment of type I and type II diabetes mellitus. 

IT 813462-54-3P 813462-55-4P 813462-56-SP 
813462-57-6P 813492-50-7? 6 134 6 2-59- BP 
8 13 4 S 2- SO- IP B 1346 2 -6 1-2 P B 134 62-42-3 P 
813462-63-4P B 134 8 2-64-5 P 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) i THU 
(Therapeutic use) ; BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of imidazopyridazinones and related compds. as dipeptidyl 
peptidase IV (DPP-IV) inhibitors for the treatment of diabetes) 
RN 813462-54-3 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-(3-amino-l-piperidinyl) -3- (2-butynyl) - 
5- (dibenz (b,f) [1, 4] oxazepin-ll-ylmethyl) -3, 5-dihydro- (9CI) (CA INDEX 
NAME) 
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RN 813462-55-4 CAPLUS 

CN 4H-Imidazot4, 5-d] pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3.5-dihydro-5-(6-phenanthridinylmethyl)- (9CI) (CA INDEX NAME) 




RN 813462-56-5 CAPLUS 

CN 4H-Imidazo{4, 5-d] pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3, S-dihydro-5- (9-phenanthrenylmethyl) - (9CI) (CA INDEX NAME) 




O 



RN 813462-57-6 CAPLUS 

CN 4H-Imidazo[4 # S-d]pyridazin-4-one, 2-( (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl)-3,5-dihydro-7-methyl-5-(6-phenanthridinylmethyl)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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RN 813462-58-7 CAPLUS 

CN 4H-Imidazo(4, 5-d) py ridazi n-4 -one , 2 - { ( 3R) - 3- ami no- 1-pipe ridinyl] -3 - ( 2- 
butynyl) -5- (dibenz [b, f ] [1, 4] oxazepin-ll-ylmethyl) -3, 5-di hydro- 7-methyl- 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



cCo 



RN 813462-59-8 CAPLUS 

CN 4H-Imidazo{4,5-d]pyridazin-4-o 

butynyl)-5- (dibenz [b,f] [1,41 ox 

INDEX NAME) 

Absolute stereochemistry. 



e, 2- [ (3S) -3-amino-l-piperidinyl] -3- (2- 
zepin-U-ylmetbyl) -3, 5-dihydro- (9CI) (CA 



<12/21/2005> 
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RN 813462-60-1 CAPLUS 

CN 4H-Imidazo[4,S-d]pyridazin-4-one, 2- [ (3R> -3-amino-l-piperidinyl] -3- (2- 

butynyl) -5- (dibenz [b,f] [1, 4] oxazepin-ll-ylmethyl) -3, 5-dihydro- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



H 



a. 




cOo 



RN 813462-61-2 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl) -3- (2- 

butynyl)-3,5-dihydro-5-(naphth[2,l-d]oxazol-2-ylmethyl)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 

Habte 
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Absolute stereochemistry. 




RN 813462-63-4 CAPLUS 

813462-85-CP 813482-88-7P 813462-S7-8P 

B13462-68-9P 013462-69-0?, 2-Bromo-3- (2-butyn-l-yl) -5- 

t (naphtho[2, 1-d] oxazol-2-yl) methyl] -3, 5-dihydroiraidazo[4, 5-d}pyridazln-4- 
one 613482-70-3P. 2-Bromo-3- (2-butyn-l-yl> -5-[ (naphtho[l, 2- 
d] oxazol-2-yl) methyl} -3, 5-dihydroimidazo[ 4 , 5-d] pyridazin-4-one 
S134S2-71-4P 8 134 6 2-74 -7P 8 13 4 62-7 5- 8 P 
8134«2-76-»P 8 134 6 2-77-0 P 8134S2-87-2P 

RL: RCT (Reactant) r SPN (Synthetic preparation)* PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of imidazopyridazl nones and related compds. as dlpeptidyl 
peptidase IV (DPP-IV) inhibitors for the treatment of diabetes) 
813462-65-6 CAPLUS 

Carbamic acid, [1- [1- (2-butynyl) -6- (diben2 [b,f ] [1, 4}oKazepin-ll-ylmethyl) - 
6,7-dihydro-7-oxo-lH-imidazot4,5-d]pyridazin-2-yl]-3-piperidinyl]- f 
1,1 -dime thylethyl eater (9CI) (CA INDEX NAME) 



4 (1H) -Qui nazoli none, 2- [ [2- ( (3R) -3-amino-l-plperidinyl] -3- (2-butynyl) -3, 4- 
dlhydro-4-o*o-5H-imidazo[4, 5-d] pyridazin-5-ylJ methyl}- (9CI) (CA INDEX 
NAME) 



Absolute stereochemistry. 



813462-64-5 CAPLUS 

4H-Imidazo[4,5-d}pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-dihydro-7-methyl-S- (6-phenanthridinylmethyl) 
trifluoroacetate (9CI) (CA INDEX NAME) 
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RN 813462-66*7 CAPLUS 

CN Carbamic acid, I (3R)-1-[1- (2-butynyl) -6, 7-dihydro-4-methyl-7-oxo-6- (6- 
phenanthridinylmethyl) -lH-imidazo{4,5-d]pyridazin-2-ylJ-3-piperidinyl]-, 
1,1 -dime thylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 813462-67-8 CAPLUS 

CN Carbamic acid, ( (3R) -1- [1- (2-butynyl) -6- (dibenz[b, f] [1,4] oxazepin-11- 

ylmethyl) -6, 7-dihydro-4-methyl-7-oxo-lH-iraidazo[4 , 5-d] pyridazin-2-yl] -3- 
plperidinyl]-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




<12/21/2005> 
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RN 813462-68-9 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-brorao- 3- (2-butynyl) -5- 

(dibenz[b,f] [l,4]oHazepin-ll-ylmethyl)-3,5-dihydro- (9CI) (CA INDEX NAME) 




RN 813462-69-0 CAPLUS 

CN 4H-Imidazo[4,5-d}pyridazin-4-one, 2-bromo-3- (2-butynyl) -3, 5-dihydro-5- 
(naphth[2,l-d]o«azol-2-ylmethyl)- (9CI) (CA INDEX NAME) 




RN 813462-70-3 CAPLUS 

CN 4H-Imidazot4,5-d]pyridazin-4-one, 2-bromo-3- (2-butynyl) -3, 5-dihydro-5- 
(naphth[l,2-d]o«azol-2-ylmethyl)- (9CI> (CA INDEX NAME) 




RN 813462-71-4 CAPLUS 

CN Carbamic acid, ( (3R) -1-[1- (2-butynyl) -6- (cyanomethyl) -6, 7-dihydro-7-oxo- 1H- 
imidazo[4,5-d]pyridazin-2-yl]-3-piperidinyl]-, 1, 1-dimethylethyl ester 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Habte 
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CN Carbaaic acid, { (3S) -1-[1- |2-butynyl) -6- <dibenz{b, f} [1,4] o*azepin-ll- 
ylraethyl) -6, 7-dihydro-7-ozo-lH-imidazo[4, 5-d] pyridazin-2-yl] -3- 
piperidinyl]-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 813462-75-8 CAPLUS 

CN Carbanic acid, [ (3R) -l-[l-(2-butynyl) -6- (dibenz[b, f] [1, 4] oxazepin-11- 
ylmethyl) -6,7-dihydro-7-o*o-lH-imidazo[4, 5-d] pyridazin-2-yl) -3- 
piperidinyl] 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 813462-76-9 CAPLUS 

CN Carbamic acid. [ (3S)-l-[l-(2-butynyl)-6,7-dihydro-6-(naphth[2,l-d]o*azol-2- 
ylmethyl) -7-o*o-lH-imidazo[4, 5-d]pyridazin-2-yl] -3-piperidinyl] -. 
1,1-diraethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 813462-77-0 CAPLUS 

CN Carbamic acid, [ (3R) -1-[1- (2-butynyl)-6,7-dihydro-6- (naphth(l,2-d]oxazol-2- 
ylmethyl) -7-oxo-lH-imidazo[4, 5-d] pyridazin-2-yl] -3-piperidinyl] -, 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 813462-87-2 CAPLUS 

CN Carbamic acid, [ (3R) -1-[1- (2-butynyl) -6- [ (1, 4-dihydro-4-oso-2- 

quinazolinyl) methyl] -6, 7-dihydro-7-o*o-lH-imidazo[4,5-d] pyridazin-2-yl] -3- 
piperidinyl] -, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Me — C^C 1 
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II III 



AB The invention relates to substituted imidazo-pyridinones and 

imidazo-pyridazinones I [Rl - 5- to 7-membered cycloalkylenimino 
(optionally substituted with cl-3-alkyl), 6- to 7-membered 
cycloalkylenimino (4 -methylene substituted, to 7-membered cycloalkylamino, 
etc. i R2 - CH2Ph (F-, C1-, Br-, CN- substituted Ph) , (un) branched 
C3-8-alkenyl, C3-5-alkynyl, C3-7-cycloalkylmethyl, CS-7-cycloalkylmethyl, 
urylmethyl, thienylmethyl, pyrrolylmethyl, thiazolylmethyl, j R3 - 
(un) branched Cl-6-alkyl, Cl-6-haloalkyl, Cl-6-cyanoalkyl, CHMePh, 
CH2CH(QH)Ph, CH2COPh (optionally substituted Ph) , 3-methyl-2-oxo-2,3- 
dlhyrirobenzovazolyDcarbonylmethyl, thienylcarbonylmethyl, mono- or 
bi cyclic heteroaryl- (Cl-6-alkyl) > R4 - H, Cl-3-alkyli X - N, CR5; R5 - H, 
Hex etc.], the tautooers thereof, the stereoisomers thereof, the mists, 
thereof and the salts thereof, which have valuable Pharmacol, properties, 
especially an inhibitory effect on the activity of the enzyme 
dipeptidylpeptidase-IV (DPP-IV) . Thus, I-BC1 [Rl - 

3-aminopiperidino, R2 - 2-butynyl, R3 - (1-naphthyl) methyl, R4 - H, X - N] 
vas prepared from 4, 5-dichloro-3-hydroxy-2H-pyridazine (III Yl - Y2 - CI, Y3 

- H) via N-alkylation with 1- (chloromethyl) naphthalene to give II [Yl - Y2 

- CI, Y3 - (1-naphthyl) methyl] , hydrolysis-nitration to II (Yl - OH, Y2 - 
N02, Y3 - (1-naphthyl) methyl], amination to give II [Yl - KH2, Y2 - N02, 
Y3 - (1-naphthyl) methyl] , reduction to the 4,5-diamino derivative, 
cyclocondensation with thlocarbonyldiimidazole to give imidazopyridazone 
III [Zl - SH, Z2 - H, Z3 - (1-naphthyl) methyl], S-methylation to III [Zl - 
SMe, Z2 - H, Z3 - (1-naphthyl) methyl] , N-alkylation with 
BrCH2C.tplbond.CMe to give III [Zl - SMe, Z2 - CH2C.tplbond.CMe, 23 - 
(1-naphthyl) methyl] i S-oxidation to give III [Zl - S02Me, Z2 - 
CH2C.tplbond.CMe, Z3 - (1-naphthyl) methyl] , , amination with 

3- (Boc-amino)piperidine and deprotection. The inhibitory effect of I [Rl 

- 3-aminopiperidino, R2 - 2-butynyl, R3 - (1-naphthyl) methyl, R4 - H] on 
the activity of the enzyme dipeptidylpeptidase-IV (DPP-IV) was tested 
[IC50 - 13 nM] . Formulations containing I in the forms of dragees, tablets, 
ampuls, hard-gel capsules, suppositories and suspensions are presented. 

IT 705280-41-7R 

RL: RCT (Reactant) i SPN (Synthetic preparation) i PREP (Preparation)/ PACT 
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RN 705280-64-4 CAPLUS 

CN Carbamic acid, [(3R)-1-[1- (2-butynyl) -6, 7-dihydro-6-[ (4-methyl-2- 

quinazolinyl) methyl] -7-oxo-lH-imidazo[ 4, 5-d]pyridazin-2-yl] -3-piperidinyl] - 
, 1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




IT 703280-40-6P 

RL: RCT (Reactant) i SPN (Synthetic preparation) i PREP (Preparation) i PACT 
(Reactant or reagent) 

(preparation and S-methylation ofi preparation and use of novel 
substituted 

iraidazopyridinones and imidazopyridazones as inhibitors of 
dipeptidylpeptidase IV) 
RN 705280-40-6 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, l,2,3,5-tetrahydro-5-(l- 
naphthalenylmethyl) -2-thioxo- (9CI) (CA INDEX NAME) 




<12/21/2005> 
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(Reactant or reagent) 

(prepn. and N-benzylation or alkylation of, with bromobutynei prepn. 

and use of novel substituted imidazopyridi nones and imidazopyridazones 

as inhibitors of dipeptidylpeptidase IV) 
RN 705280-41-7 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, l,5-dihydro-2- (methylthio) -5- (1- 
naphthalenylmethyl)- (9CI) (CA INDEX NAME) 




IT 703280-44-OP 703280-47-3? 705280-64-4P 

RL: RCT (Reactant) i SPN (Synthetic preparation)! PREP (Preparation); PACT 
(Reactant or reagent) 

(preparation and N-deprotection ofi preparation and use of novel 
substituted 

imidazopyridi nones and imidazopyridazones as inhibitors of 
dipeptidylpeptidase IV) 
RN 705280-44-0 CAPLUS 

CN Carbamic acid, [1- [6, 7 -di hydro- 6- (1-naphthalenylaethyl) -7-oxo-l- 
(phenylmethyl)-lH-imidazo[4,5-d]pyridazin-2-yl] -3-piperidinyl]-, 
1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 




RN 705280-47-3 CAPLUS 

CN Carbamic acid, [1- (1- (2-butynyl) -6, 7-dihydro-6- (1-naphthalenylmethyl) -7- 
oxo-lH-imidazo[4,5-d)pyridazin-2-yl] -3-piperidinyl]-, 1,1-dimethylethyl 
ester (9CI) (CA INDEX NAME) 
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IT 70S280-42-8P 703280-43-1P 

RL: RCT (Reactant) i SPN (Synthetic preparation) i PREP (Preparation)/ PACT 
(Reactant or reagent) 

(preparation and S-oxidation ofi preparation and use of novel substituted 
imidazopyridi nones and imidazopyridazones as inhibitors of 
dipeptidylpeptidase IV) 
RN 705280-42-8 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3, S-dihydro-2- (methylthio) -5- (1- 
naphthalenylmethyl) -3- (phenylmethyl) - (9CI) (CA INDEX NAME) 




RN 705280-45-1 CAPLUS 

CN 4H-Imidazo{4, S-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-2- (methylthio) - 
5-(l-naphthalenylraethyl)- (9CI) (CA INDEX NAME) 




IT 703200- 43-9P 703280-46-2P 

RL: RCT (Reactant) » SPN (Synthetic preparation) i PREP (Preparation)! PACT 
(Reactant or reagent) 

(preparation and amination of, with aminopiperidine derivative! 
preparation and use 

of novel substituted imidazopyridi nones and imidazopyridazones as 
inhibitors of dipeptidylpeptidase IV) 
RN 705280-43-9 CAPLUS 

CN 4H-Imidazo[ 4 , 5-d] py ridazin-4-one, 3, 5-dihydro-2- (methylsulf onyl) -5- (1- 
naphthalenylmethyl) -3- (phenylmethyl) - (9CI) (CA INDEX NAME) 



Habte 



10/726,214 Page 24 



L4 ANSWER 9 OF 26 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




RN 7052B0-46-2 CAPLUS 

CN 4H-Iraidazo[4,5-dJpyridazin-4-one, 3- (2-butynyl) -3. 5-dihydro-2- 

(methylsulfonyl)-5-(l-naphthalenylmethyl)- (9CI) (CA INDEX NAME) 




IT 705280-63-3P 

RL: RCT (Reactant) t SPN (Synthetic preparation)* PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and ami nation of, with chiral ami nopi peri dine derivative; 
preparation 

and use of novel substituted imidazopyridinones and imidazopyridazones 
as inhibitors of dipeptidylpeptidase IV) 
RN 705280-63-3 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-bromo-3- (2-butynyl) -3, 5-dihydro-S-t (4- 
methyl-2-quinazolinyl) methyl)- (9CI) (CA INDEX NAME) 




He 
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IT 705279- 79-4P 705279-80- 7P 705279-83-OP 

705279-84- IP 705279-87-4P 705279-88-5P 

705279-89-6P 705279-90-9P 705279-92-1P 

705279-93-2P 705279-94-3P 705279-95-4P 

70S279-96-5P 705279-97-69 705279-98-7P 

705279- 99-8P 705280-01-99 705280-03-1P 

705280- 04-2P 705280-05-3P 705280-05-49 
705280-07-5P 70S280-08-6P 705280-09-79 
705280-10-OP 7052BO-11-1P 703280-12-2P 
705280-13-39 705280-14-4P 705280-15-SP 
705280-16-6P 705280-17-7P 705280-18-BP 
705280-19-99 705280-20-2P 7032B0-21-3P 
705280-22-4P 703280- 23-5P 703280-24-6P 
703280-25-7P 705260-26-89 705280-27-9P 
705280-28-0? 705280-29— IP 70528 0-30-4 9 
705280-31-59 705260-32-6P 705280-33-7P 
705280-34-8P 705280-35-9P 703280-66-6P 
705280-67-7P 705260-6S-8P 7032BO-69-9P 
703280-70-2P 705280-7X-3P 7052B0-72-4P 
703280-73-3P 705280-74-6P 70328O-75-7P 
705280-76-8P 705280- 77-9P 70328O-78-0P 
705280-79-19 

RL: PAC (Pharmacological activity) t SPN (Synthetic preparation) » THU 
(Therapeutic use) i BIOL (Biological study) i PREP (Preparation)/ USES 
(Uses) 

(preparation and use of novel substituted imidazopyridi nones and 
imidazopyridazones as inhibitors of dipeptidylpeptidase IV) 
RN 705279-79-4 CAPLUS 

CN 4H-Imidazo{4, 5-d] pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3, 5-dihydro-5- 
(l-naphthalenylmethyl)-3-(phenylmethyl)-, monohydrochloride (9CI) (CA 
INDEX NAME) 




6) HC1 

RN 705279-80-7 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3, 5-dihydro-5- (1-naphthalenylmethyl) monohydrochloride (9CI) (CA INDEX 
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NAME) 





• hci 



RN 705279-83-0 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- ( 2-butynyl) - 
3,5-dihydro-5-(l,2 r 4-triazolo[4,3-a]pyridin-3-ylmethyl)- (9CI) (CA INDEX 
NAME) 




RN 705279-84-1 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3, 5-dihydro-5- [ (3-raethyl-l-isoquinolinyl) methyl]- (9CI) (CA INDEX NAME) 




RN 705279-97-4 CAPLUS 

CN 4H-Imidazo[4 , 5-d] pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3,5-dihydro-5-(2-quinazolinylmethyl)- (9CI) (CA INDEX NAME) 
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RN 705279-89-5 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -3, 5-dihydro-5-[(4-methyl-2-quinazolinyl) methyl]- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




Me 



RN 705279-89-6 CAPLUS 

CN 4H-Imidazo(4, 5-dJpyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -5- (1, 2- 
benzisothiazol-3-ylmethyl) -3- (2-butynyl) -3, 5-dihydro- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 705279-90-9 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -5- (1, 2- 
benzisoxazol-3-ylmethyl) -3- (2-butynyl) -3, 5-dihydro- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 705279-92-1 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4 -one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl)-3,5-dihydro-5-((l-methyl-lH-indazol-3-yl)inethylJ- (9 CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 705279-93-2 CAPLUS 

CN 4H-Imidazo[4. 5-d] pyridazin-4 -one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3, 5-dihydro-5- {2~oxo-2-phenylethyl) - (9CI) (CA INDEX NAME) 




O 



RN 705279-94-3 CAPLUS 

CN 4H-Imidazo[ 4, 5-d] pyridazin-4 -one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3 r S-dihydro-5-(6-quinoxalinylmethyl)- (9CI) (CA INDEX NAME) 
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0 CH2-CSC-He 



RN 705279-95-4 CAPLUS 

CN 4H-Imidazo[4, S-d] pyridazin-4 -one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3.5-dihydro-S-{(4-methyl-2-pyridinyl)methyl]- (9CI) (CA INDEX NAME) 




O 



RN 705279-96-5 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4 -one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -3, 5-dihydro-5- [ (4-phenyl-2-quinazolinyl) methyl]- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 

Ke-CSC 1 

k;^X^N N^^J N 

Ph 

RN 705279-97-6 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-dihydro-5- (2-quinoxalinylmethyl) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 705279-98-7 CAPLUS 

CN 4H-Imldazot4, 5-d] pyridazin-4 -one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -5- [ (2, 3-dimethyl-6-quinoxalinyl) methyl] -3, 5 -di hydro- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 705279-99-8 CAPLUS 

CN 1-Naphthalenecarbonitrile, 4- [ [2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl)-3,4-dihydro-4-oxo-5H-imidazot4,5-d]pyridazin-5-yl]methyl]- (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 705280-01-9 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4 -one, 2- (3-amino-l-piperidinyl) -3, 5-dihydro-3- 
(3-methyl-2-butenyl)-5-(2-ojco-2-phenylethyl)- (9CI) (CA INDEX NAME) 
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RN 7052BO-03-1 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4 -one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -5- t (4-f luoro-l-naphthalenyl) methyl] -3, 5-di hydro-, 
monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




*>HC1 

RN 705280-04-2 CAPLUS 

CN 4H-Imidazo(4, 5-d] pyridazin-4 -one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-di hydro- 5- [ (6-methyl-2-benzoxazolyl) methyl] -, 
monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




• HC1 



<12/21/2005> 



RN 705280-05-3 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4 -one, 2-{ (3R) -3-amino-l-piperidinyl] -3- (2- 
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butynyl) -3, 5-dihydco-5-t (l-phenyl-lH-benzimidazol-2-yl) methyl] 
monohydrochloride (9CI) (CA INDEX HAKE) 

Absolute stereochemistry. 




• HC1 



FN 705290-06-4 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazln-4-one, 2-[ (3R) -3-amino-l-piperldinyl] -3- (2- 
butynyl) -3, 5-dihydro-5- [ (4-methyl-2-benzoaazolyl) methyl] -, 
monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




• HC1 



RN 705280-07-5 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-[ (3R) - 3-amino-l-pipe ridinyl] -3- (2- 
butynyl) -3, 5-dihydro-5- [ [5- (trif luocomethyl) -2-benzothiazolyl] methyl] -, 
monohydrochlocide (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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• HC1 



RN 705280-08-6 CAPLUS 

CN 4H-Imidazo{4,5-d]pyridazin-4-one, 2-[ (3R) -3- amino- 1 -pipe ridinyl] -3- (2- 
butynyl) -5- ( (5-chloro-2-benzo*azolyl) methyl] -3, 5-di hydro-, 
monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




• HC1 



RN 705280-09-7 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-pipe ridinyl] -3- (2- 
butynyl > - 3 , 5-di hyd ro- 5- [ ( 5-me t hyl- 2-benz oxazoly 1 > me thyl] - , 
monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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• HC1 



RN 7052B0-10-0 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-pipe ridinyl] -3- (2- 
butynyl) - 3. 5-di hydro- 5- [II - (3-py ridinyl) -lH-benzinidazol-2-yl] me thyl J -, 
monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




• HC1 



RN 705280-11-1 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-{ (3R)-3-amino-l-piperidinyl]-3-(2- 
butynyl) -5- [ (5, 7-dimethyl-2-benzoKazolyl) methyl] -3. 5-di hydro-, 
monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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• aci 

RN 705280-12-2 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-{ (3R) -3-amino-l-pipe ridinyl] -3- ( 2- 

butynyl)-5-l(4-chloro-l-naphthalenyl)oethyl]-3,S-dihydro- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 705280-13-3 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2-{ (3R) -3-amino-l-pipe ridinyl] -5- [ (4- 

bromo-l-naphthalenyl) methyl] -3- (2-butynyl) -3, 5-dihydro-, monohydrochloride 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




<12/21/2005> 



• HCl 

Habte 
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RN 705280-14-4 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2- [ (3R> -3-amino-l-piperidinyl] -5- (2,1, 3- 
benzoxadiazol-5-ylmethyl) -3- (2-butynyl> -3, 5-dihydro- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 705280-15-5 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl) -5- (2,1,3- 
benzothiadiazol-4-ylmethyl) -3- (2-butynyl) -3, 5-dihydro- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 705280-16-6 CAPLUS 
CN 4H-Iraidazo[4 , 5-d] pyridazin-4-one, 2- [ (3R) -3-araino-l-piperidinyl) -5- (2, 1, 3- 

benzothiadiazol-5-ylmethyl> -3- (2-butynyl) -3, S-dihydro- (9CI) (CA T 

NAME) 

Absolute stereochemistry. 
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RN 705280-17-7 CAPLUS 

CN 4H-Imidazo[4 , 5-d] pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinylJ -3- [ (2- 
chlorophenyl) methyl] -3, 5-dihydro-5- [ (3-raethyl-l-isoquinolinyl) methyl) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 705280-18-8 CAPLUS 

CN 4H-Iraidazo[4,5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -3, 5-dihydro-5-t(2-methyl-l-naphthalenyl) methyl]- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 
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RN 705280-19-9 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -3, 5-dihydro-5-[ (5-methylimidazo[l,2-a]pyridin-2-yl> methyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 705280-20-2 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyU -3- (2- 
butynyl) -3, 5-dihydro- 5- (3-iaoquinolinylmethyl) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 705280-21-3 CAPLUS 

CN 2 (1H) -Quinolinone, 6- [ [2- [ (3R) -3-amino-l-piperidinyl] -3- < 2-butynyl) -3,4- 

dihydro-4-oxo-5H-imidazot4, 5-d) pyridazin-5-yi] methyl] -1-methyl- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




Me 



RN 705280-22-4 CAPLUS 

CN 4H-Imidazo(4,5-d)pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl) -3- (2- 
butynyl) -3, 5-dihydro-5-[ (2- methyl- 2H-indazol-3-yl) methyl]- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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RN 705280-23-5 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-di hydro-7 -methyl- 5- [ (4-phenyl-2-quinazolinyl) methyl)- (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




Ph Me 



RN 705280-24-6 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- ( 2- 
butynyl) -3, 5-dihydro-7-methyl-5- [ (4-methyl-2-quinazolinyl) methyl]- (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




Me Me 



RN 705280-25-7 CAPLUS 

CN 4H-Imidazo[4,5-d)pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -3, 5-dihydro-7-nethyl-5-[ (3-methyl-l-i3oquinolinyl) methyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 



<12/21/2005> 
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RN 70S280-26-8 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2-[ (3R> -3-amino-l-piperidinyl) -3- (2- 
butynyl) -3, 5-dihydro-5-[ <l-nethyl-lH-indazol-4-yl> methyl]- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



Me 




RN 705280-27-9 CAPLUS 

CN 4H-Imidazo [4 , 5-d] pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl)-3,5-dihydro-5-[(4-oethyl-l-phthalazinyl)methyl]- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 
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RN 705290-31-5 CAPLUS 

CN 4H-Iraidazo[4,5-dJpyridazin-4-one, 2-[ (3R) -3-araino-l-piperidinyl] -3- (2- 
butynyl)-3,5-dihydro-5-(l,5-naphthyridin-2-ylmethyl)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 7052B0-32-6 CAPLUS 

CN 4H-Imidazo[4 , 5-d] pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-dihydro-5- [ (2, 3, 9-trimethyl-6-quinoKalinyl) methyl] - (9CI ) 
(CA INDEX NAME) 

Absolute stereochemistry. 




He 



RN 705280-33-7 CAPLUS 

CN 4H-Imidazo(4,5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-dihydro-5-[ {4- (4-morpholinyl) -2-quinazolinyl] methyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 



<12/21/2005> 



L4 ANSWER 9 OF 26 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
RN 705280-28-0 CAPLUS 

CN 4H-Iraidazo(4, 5-d] pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -S-[2- (2,3-dihydro-3-methyl-2-oxo-4-benzosazolyl) -2-o*oethyl] -3,5- 
di hydro- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 705280-29-1 CAPLUS 

CN 1 <2H) -Isoquinolinone, 4-( [2- [ (3R) -3-amino-l-piperidinyl] -3- (2-butynyl) -3, 4- 
dihydro-4-oxo-5H-imidazo[4 , 5-d] pyridazin-5-yl] methyl] -2-methyl- (9CI ) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 705280-30-4 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -3, 5-dihydro-5-[(8-methoxy-5-quinoUnyl) methyl]- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 
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RN 705280-34-8 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -3, 5 -di hydro- 5- [ (2E) -3- (pentaf luorophenyl) -2-propenyl] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




F 



RN 705280-35-9 CAPLUS 

CN 1-Naphthalenecarbonitrile, 4-[ [2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl)-3 < 4-dihydro-7-methyl-4-oxo-5H-imidazo[4,5-d]pyridazin-5- 
yl] methyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 705280-66-6 CAPLUS 

CN 4H-Imidazo[4,5-dJpyridazin-4-one, 2- t (3R) -3-amino-l-piperidinyl] -5- [ (4 - 
bromo-l-naphthalenyl) methyl] -3- (2-butynyl) -3, 5-dihydro- (9CI) (CA INDEX 

Habte 
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Absolute stereochemistry. 



(Continued) 



RN 705280-67-7 CAPLUS 

CN 4H-Imidazo[4, S-d]pyridazin-4-one, 2- (3-amlno-l-piperidinyl) -3- (2-butynyl) - 
3,5-dihydro-S-(l-naphthalenylmethyl)- (9CI) (CA INDEX NAME) 



CH2 0 CH2-CSC-Me 



RN 705280-68-8 CAPLUS 

CN 4H-Iaidazol4,5-d]pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3, 5-dihydro-S- (I, 2, 4-triazolo[4, 3-a]pyridin-3-ylmethyl) -, 
monohydrochloride (9CI) (CA INOEX NAME) 



Me-C=SC-CH2 It 



• HCl 

RN 705280-69-9 CAPLUS 
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CN 4H-Imidazo[4, 5-dJ pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 

3. S-dihydro-5-[(4-raethyl-2-pyridinyl) methyl)-, dihydrochloride (9CI) (CA 

INDEX NAME) 



[j CH2-C=C-Me 



705280-70-2 CAPLUS 

4H-Imidazo(4, 5-d] pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl) -3- (2- 
butyTryl) -3, 5-dihydro-5- (2-quinoxalinylmethyl) -, monohydrochloride (9CI) 
(CA INDEX NAME) 



Absolute stereochemistry. 



• HCl 

RN 705280-71-3 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinylJ -3- (2- 

butynyl)-5-[(4-fluoro-l-naphthalenyl)mBthyl]-3 > 5-dihydro- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 
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RN 705280-72-4 CAPLUS 

CN 4H-Imidazo(4, 5-d] pyridazin-4-one, 2- ( (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -3, 5-dihydro-5-[ (6-nethyl-2-benzoxazolyl) methyl]- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 705280-73-5 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one r 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -3, 5-dihydro-5- [ (l-phenyl-lH-benzimidazol-2-yl) methyl] - (9C1 ) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 705280-74-6 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -3, 5-dihydro-5-t(4-methyl-2-benzoKazolyl) methyl]- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 
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RN 705280-75-7 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-dihydro-5-[ [5- (trif luororaethyl) -2-benzothiazolyl] methyl] - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 705280-76-8 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl)-5-t(5-chloro-2-benzoxazolyl)methyl]-3,5-dihydro- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 705280-77-9 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -3, 5-dihydro-5-((5-methyl-2-benzoxazolyl) methyl]- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 
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RN 705280-78-0 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl)-3,5-dihydro-5-[[l- (3-pyridinyl) -lH-benzimidazol-2-yl) methyl] - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 705280-79-1 CAPLUS 

CN 4H-Imidazo[4,5-dJpyridazin-4-one, 2- [ (3R) -3-anino-l-piperidinylJ -3- (2- 

butynyl)-5-[(5,7-dimethyl-2-b«nzoxazolyl)c»thyl]-3,5-dihydro- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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635717-7S-6P 635717-76-99 535720-49-8F 
635720-64-67 635720-65-99 635720-66-0P 
63372 1-30- IP 635721-56-19 635721-60-7P 
635722-02-09 635722-43-99 

RL: PAC (Pharmacological activity) > SPN (Synthetic preparation)! THU 
(Therapeutic use)» BIOL (Biological study); PREP (Preparation) t USES 
(Uses) 

(drug candidate; preparation of piperazine derivs. as dipeptidyl 
peptidase 

IV inhibitors) 
RN 635717-65-6 CAPLUS 

CN 4H-Imidazo[4,5-dJpyridazin-4-one, 3- (2-butynyl)-3, 5-di hydro- 5 -me thy 1-2- (1- 
piperazinyl)- (9CI) (CA INDEX NAME) 




CH2-C^C-Me 
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Habte 



10/726,214 Page 31 



L4 ANSWER 10 07 26 CAPLUS COPYRIGHT 200S ACS on STN (Continued) 
RN 635717-66-7 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5-oothyl-2- (1- 
piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635717-65-6 
CMF C14 H18 N6 0 




0 



CM 2 

CRN 76-05-1 
CMP C2 H F3 02 



P 

I 

F-C-C02H 
F 



RN 635717-68-9 CAPLUS 

CN 4H-Imidazo[4,5-dJpyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- 

[( phenylmethoay) methyl)- 2- (1-piperazinyl) -, mono (trif luoroacetate) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 635717-67-8 
CMP C21 H24 N6 02 




O 



L4 ANSWER 10 OF 26 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 

CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 




F 



RN 635717-75-8 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazi n-4 -one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3,5-d±hydro-5-raethyl- (9CI) (CA INDEX NAME) 




RN 635717-76-9 CAPLUS 

CN 4H-Imidazo[«,5-d)pyridazin-4-one, 2- < 3-amino-l-piperidinyl) ~3~ (2-butynyl) - 
3,5-dihydro-5-methyl-, mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635717-75-8 
CMF C15 H20 N6 O 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 
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F 
I 

-c-o 



RN 635720-48-8 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-> 

piperazinyl) -5- (2-propynyl) 

NAME) 



3- (2-butynyl) -3, 5-dlhydro-2- (1- 
iO(trif luoroacetate) (9CI) (CA INDEX 



CRN 635720-47-7 
CMF C16 HI 8 N6 O 



= C — CH2 J X CH2-C=C-He 



CRN 76-05-1 
CMF C2 H F3 02 



-c-o 



RN 635720-64-8 CAPLUS 

CN 4H-Imidazot4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-di hydro- 5- [2- (3- 
raethoayphenyl) -2-oxoethyl] -2- (1 -piperazinyl) -, mono (trif luoroacetate) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 635720-63-7 
CMF C22 H24 N6 03 
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CH2-C=C-Me 



CRN 76-05-1 
CMF C2 H F3 02 



F-C-C 



RN 635720-65-9 CAPLUS 

CN Benzonitrile, 2- [ [3- (2-butynyl) -3, 4 -di hydro- 4- ox o- 2- (1 -piperazinyl) -5H- 
imidazo[4, 5-d] pyridazin-S-yl] methyl]- (9CI) (CA INDEX NAME) 



0C- 



CH2-C3C- Me 



RN 635720-66-0 CAPLUS 

CN Benzonitrile, 2-[ (3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
imidazo[4, 5-d] pyridazin-5-yl] methyl]-, mono (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635720-65-9 
CMF C21 H21 N7 O 



CH2-CS3C-Me 
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CM 2 

CRN 76-05-1 
CMF C2HF3 02 



-C-C02H 
F 
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O 



CH 2 -Ph 



635721-30-1 CAPLUS 

Benzonitrile, 2-[t3- (2-butynyl) -3, 4-dihydro-4-oKo-2- (1-piperazinyl) -SH- 
imidazo[ 4, S-d]pyridazin-5-yl] methyl] -3-fluoro-, mono(trifluoroacetate) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-29-8 
CMF C21 H20 F N7 O 



CH2-CESSC-Me 



CRN 76-05-1 
CMF C2 H F3 02 



635721-56-1 CAPLUS 

4H-Imldazo{4, 5-d] pyridazln-4-one, 3, 5-dihydro-5-methyl-3- (phenylmethyl) -2- 
(1-piperazinyl)-, mono(trifluoroacetate) (9CI) (CA INDEX NAME) 



CRN 635721-55-0 
CMF C17 H20 N6 O 



76-0S-1 
C2 H F3 02 



635721-60-7 CAPLUS 

4H-Imidazo[4, 5-d] pyridazin-4-one, 3, 5-dihydro-5- (2-phenylethyl) -3- 
(phenylmethyl) -2- (1-piperazinyl)-, mono(tclfluoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635721-59-4 
CMF C24 H26 N6 O 




i 



CRN 76-05-1 
CMF C2HF3 02 
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-C-C02H 
F 



RN 635722-02-0 CAPLUS 

CN lH-Imidazo[4,5-d]pyridazine-4-carboxamide, 1- (2-butynyl) -6, 7-dihydro-6- 
methyl-7-oxo-2- (1-piperazinyl) -„ mono(tcifluoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635722-01-9 
CMF C15 H19 N7 02 
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i 



vCr 

CH2-C==C-Me 



CRN 104-15-4 
CMF C7 H8 03 S 




XT 



CH2-CESC-Me 



CRN 76-05-1 
CMF C2 H F3 02 



635722-45- IP 63 5722-46- 2P 635722-4 7-3P 

635722- T7-9P 635722-78-0P 635722-62-69 

635723- 02-3P 635723-14-7? 635723-79-4P 

RL: RCT (Reactant) t SPN (Synthetic preparation)* PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate! preparation of piperazine derivs. as dipeptidyl peptidase 

inhibitors) 
635722-45-1 CAPLUS 

4H-Imidazot4,5-d]pyridazin-4-one, 2-chloro-l, 5-di hydro- 5 -methyl- (9CI) 
(CA INDEX NAME) 



RN 635722-43-9 CAPLUS 

CN 4H-Iraidazo[4, 5-d]pyridazin-4-one, 3- ( 2-bu tynyl) -3, 5-dihydro-5-methyl-2- (1- 
piperazinyl)-, raono(4-methylbenzenesulf onate) (9CI) (CA INDEX NAME) 



CRN 635717-65-6 
CMF C14 H18 N6 0 



<12/21/2005> 




RN 635722-46-2 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -2-chloro-3, 5-dlhydro-5- 
methyl- (9CI) (CA INDEX NAME) 



X 



CH2-CSC-Me 
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(Continued) 



RN 63S722-47-3 CAPLUS 

CN 1 -Pipe razinecarboxy lie acid, 4-(l- (2-butynyl) -6, T-dihydro-e-mothyl-T-oxo- 
lH-imidazo[4,5-d]pyridazin-2-yl]-, 1. 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 



i IL'VO 




CH2- (S C- M 



RN 635722-77-9 CAPLUS 

CN I -Pipe razinecarboxy lie acid, 4- [4, 5-dihydro-4-oxo-5- 

[ (phenylraethoxy) methyl] -lH-imidazo{4, 5-d] pyridazin-2-yl] - 
1, 1-dimethylethyl eater (9CI) (CA INDEX NAME) 



Ph— CH2 - O— CH2 




0 

i! 

C-OBu-t 



63S722-7B-0 CAPLUS 

1-Piperazinecarboxylic acid, 4- [1- (2-butynyl) -6, 7-dihydro-7- 
[ (phenylmethoxy) methyl] -IH-imidazot 4 , 5-d] pyridazin-2-yll -, 
1, 1-dimethylethyl ester (9C1) (CA INDEX NAME) 



Ph— CH2 - O— CH2 



II 

C-OBu-t 



CH2-C=C-Me 



ANSWER 10 OF 26 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
635722-92-6 CAPLUS 

1 -Pipe razinecarboxy lie acid, 4- (4, 5-dihydro-5-methyl-4-oxo-lH-iraidazo[4, 5- 
d]pyridazin-2-yl)-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 



II 

C-OBu-t 



635723-02-3 CAPLUS 

1-Piperazinecarboxylic acid, 4- [6, 7-dihydro-7-oxo-6- 

I (phenylmethoxy) methyl] -1- (phenylmethyl) -lH-iraidazo[4, 5-d]pyridazin-2-yl] - 
. 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




RN 635723-14-7 CAPLUS 

CN 1 -Pipe razinecarboxy lie acid, 4-{4- (aminocarbonyl) -1- (2-butynyl) -6,7- 
dihydro-6-methyl-7-oxo-lH-imidazo[4, 5-d] pyridazin-2-yl] 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




CH2-OS2C-Me 



RN 635723-79-4 CAPLUS 

CN Carbamic acid, [1- (4, S-cLLhydro-5-methyl-4-oxo-lH-imidazo[4,5-d]pyridazin-2- 



L4 ANSWER 10 OF 26 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
yl)-3-piperidinyl]-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




IT 7*756-58-6 62137-50-6 

RL: RCT (Reactant) * RACT (Reactant or reagent) 

(preparation of piperazine derivs. as dipeptidyl peptidase IV inhibitors) 
RN 76756-59-6 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 1, S-dihydro-5-methyl- (9CI) (CA INDEX 
NAME) 




RN 82137-50-6 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one r l,5-dihydro-5-( (phenylmethoxy) methyl] - 
(9CI) (CA INDEX NAME) 



O 
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AB The title compds. I [wherein Tl is an optionally substituted, monocyclic 
or bicyclic, 4- to 12-raembered, heterocyclic group containing one or two 
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nitrogen atoms in the ring; X is optionally substituted Cl-6 alkyl, etc> 
Zl and Z2 each independently is nitrogen, CR2> and Rl and R2 each 
independently is hydrogen, optionally substituted Cl-6 alkyl, optionally 
substituted Cl-6 alkoay, etc. J are prepd. Coopds. of this invenUon in 
vitro showed IC50 values of 0.001 hM to 1.48 m* against 
dipeptidylpeptidase IV. 

635717-65-6? U5717-68-7? 435717-68-9P 
633717-75-9? 635717-79-2? 635720-40-0? 
635720-50-2? 635720-52-4? 635720-54-6? 
635720-56-0? 635720-60-0? 635720-60-4? 
635720-62-6? 635720-64-0? 635720-66-0? 
635720-68-2? 635720-70-6? 635720-72-0? 
635720-74-0? 635720-76-2? 635720-70-4? 
633720-80-0? 635720-02-0? 635720-84-2? 
633720-86-4? 633720-08-6? 635720-90-0? 
635720-92-2? 635720-94-49 635720-96-69 

635720- 98-8? 635721-00-5? 635721-02-7? 

635721- 04-9? 635721-06-1? 635721-00-3? 
635721-10-7? 635721-12-9? 635721-14-1? 
635721-16-3? 635721-18-5? 635721-21-0? 
635721-24-3? 635721-27-6? 635721-30-1? 
635721-32-3? 635721-34-5? 635721-36-7? 
635721-38-9? 635721-41-4? 635721-44-7? 
635721-46-9? 635721-48-1? 635721-50-5? 
635721-52-7? 635721-56-1? 635721-58-3? 
635721-60-7? 635721-62-9? 635721-64-1? 
635721-66-3? 635721-68-5? 635721-70-9? 
635721-72-1? 635721-74-3? 635721-76-5? 
635721-78-7? 635721-80-1? 635721-82-3? 
635721-84-5? 635721-86-7? 635721-88-9? 

635721- 90-3? 635722-00-8? 635722-02-0? 

635722- 04-2? 635722-00-6? 635722-38-2? 
635722-40-6? 635722-42-8? 635722-43-99 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of purinone derivs. as dipeptidylpeptidase IV inhibitors) 
635717-65-6 CAPLUS 

4H-Imidazo[4, 5-d] pyridazin-4-one, 3- (2-butynyl) -3. S-dihydro-5 -methyl- 2- (1- 
piperazinyl)- (9CI) (CA INDEX NAME) 
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(Continued) 



CRN 635717-65-6 
CMP CI 4 H18 N6 0 



CRN 76-05-1 
CMF C2 H F3 02 



-c-c 



635717-68-9 CAPLUS 

4H-Imidazo[4 , 5-d] pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- 
[(phenylmethojry)methylJ-2-(l-piperazinyl)-, mono(trif luoroacetate) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 635717-67-8 
CM? C21 H24 N6 02 




RN 635717-66-7 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl)- 3, S-dihydro-5-iBethy 1-2- (1- CM 2 

piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX NAME) 
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CRN 76-05-1 
CMF C2 H F3 02 
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F-C-C02H 
P 




CH2— OS=CMe2 



RN 635717-76-9 CAPLUS 

CN 4H-Imidazo[4,5-d] pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3,5-dihydro-5-methyl-, mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635717-75-8 
CMF C15 H20 N6 O 




O 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



P 
I 

F-C-C02H 
F 



RN 635717-79-2 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3, 5-dihydro-5- 
raethyl-3-(3-methyl-2-butenyl)-, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635717-78-1 
CMF C16 H24 N6 0 



<12/21/2005> 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 




RN 635720-48-8 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-2- (1- 

piperazinyl)-5-(2-propynyl)-, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635720-47-7 
CMF C16 HI 8 N6 O 



:C-CH 2 jj X CH2-G=SC-Me 
O 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



I 

F-C-C02H 
F 
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RN 635720-50-2 CAPLUS 

CN 5H-Imidazo[4,5-d]pyridazine-S-acetonitrile, 3- (2-butynyl) -3, 4-dihydro-4- 
o*o- 2- (1 -pipe razi ny 1 >-, n»no( trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635720-49-9 
CHF CIS HI 7 N7 O 



XXX a 

NC-ChT >f X cH 2 -C^C-Na 

o 



CM 2 

CRN 76-05-1 
CMF C2 H P3 02 



F 
I 

F-C-C02H 
F 



RN 635720-52-4 CAPLUS 

CN 4H-Iaidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-d±hydro-5- (2- 

hydroxyethyl)-2-(l-piperazinyl>-, mono (trif luoroacetate) (salt) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635720-51-3 
CMF CIS H20 N6 02 
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CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 
I 

F-C-C02H 
F 



RN 635720-54-6 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3-(2-butynyl)-3,S-dihydro-5-<2- 

methoxyethyl)-2-(l-piperazinyl>-, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635720-53-5 
CMF C16 H22 N6 02 




0 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 
I 

F-C-C02H 
F 



RN 635720-56-8 CAPLUS 

CN 5H-Imidazot4,5-d)pyridazine-5-acetic acid, 3- (2-butynyl) -3, 4-dihydco-4-oso- 
2-(l-piperazinyl)-, ethyl ester, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 
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CM 1 
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CRN 635720-55-7 
CMF C17 H22 N6 03 



II s*^J> \ 

EtO-C-CH 2 J N cH 2 -G^C-Me 



RN 635720-60-4 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- (2- 

phenoxyethyl)-2-(l-piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635720-59-1 
CMF C21 H24 N6 02 



CRN 76-05-1 
CMF C2 H F3 02 



F 
I 

-C-C02H 



PhO— CH2-CH2 



\ 



CH 2 -C=C-Me 



RN 635720-58-0 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3,5-dihydro-5- (2- 

phenylethyl)-2-(l-piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635720-57-9 
CMF C21 H24 N6 O 




O 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 
I 

F-C-C02H 
F 



RN 635720-62-6 CAPLUS 

CN 4H-Imidazo{4, 5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- (2-ono-2- 
phenylethyl) -2- (1-piperazinyl) -, mono(trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635720-61-5 
CMF C21 H22 N6 02 
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O 
II 

Ph-c- 



:-CH 2 Y 



CH2~C=C-Me 



CRN 76-05-1 
CMF C2 H F3 02 



P 
I 

F-C-C02H 



RN 635720-66-0 CAPLUS 

CN Benzonitrile. 2-( [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
lmidazo[4,5-d]pyridazin-5-yl]methyl]-, mono (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635720-65-9 
CMF C21 H21 N7 O 



T 



C02H 



RN 635720-64-8 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, S-dihydro-5- [2- (3- 
methoxyphenyl) -2-oKoethyl] -2- (1-piperazinyl) -, mono(trif luoroacetate) 

(9CI) (CA INDEX NAME) 
CM 1 

CRN 635720-63-7 
CMF C22 H24 N6 03 



CH2— CSC- Me 



CRN 76-05-1 
CMF C2 H F3 02 



CH2-C=SC-Me 



CRN 76-05-1 
CMF C2 H F3 02 



635720-68-2 CAPLUS 

4H-Imidazo[4, 5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-2- (1- 
pipo r azi nyl) - 5- { { 2 - ( t ri f luorome thyl ) phe nyl] methyl] - , 
mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635720-67-1 
CMF C21 H21 F3 N6 O 
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CH2-C=C-Me 
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CN 4H-Imidazot4.5-d]pyridazin-4-one, 3- (2-butynyl) -3, S-dihydro-5- [ (2- 

nitrophe nyl) methyl] -2- (1-piperazinyl) -, mono (trif luoroacetate) (9CI) 

INDEX NAME) 

CM 1 

CRN 635720-71-7 
CMF C20 H21 N7 03 



CH2— CSC- Me 



CRN 76-05-1 
CMF C2HF3 02 



F 
I 

-c-c 



RN 635720-70-6 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dlhydro-2- (1- 
piperazinyl) -5-[ [3- (tri Fluor omethyl) phenyl] methyl] -, 
mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635720-69-3 
CMF C21 H21 F3 N6 O 



CH2-CES=C-Me 



Is^NB 



u <z^s N 



CRN 
CMF 



76-05-1 
C2 H F3 02 



635720-74-0 CAPLUS 

Benzonitrile, 3-[ [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
iraidazo[4,5-d]pyridazin-5-yl]methyl]-, mono (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635720-73-9 
CMF C21 H21 N7 0 



CRN 76-05-1 
CMF C2 H F3 02 



CH2-CESC-Me 



coo 



RN 635720-72-8 CAPLUS 
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CRN 76-05-1 
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P 
I 

F-C-C02H 



RN 635720-76-2 CAPLUS 

CN Benzonitrile, 4-[ [3- (2-butynyl) -3,4 -dihydro-4-o*o-2- (1-piperazinyl) -5H- 
imidazo [4, 5-d] pyridazin-5-yl] methyl]-, mono(trif luoroacetate) (9CI) (CA 
INDEX NAME) 



CH2-CS3C-He 



££ro. 



CM 



CRN 635720-75-1 
CMF C21 H21 N7 O 



CRN 76-05-1 
CMF C2 H 73 02 



O CH2-C^C-Me 

N 



CRN 76-05-1 
CMF C2 H F3 02 



-c-c 



RN 635720-80-8 CAPLUS 

CN Benzoic acid, 4-[ [3- (2-butynyl) -3 # 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
imidazo[4, 5-d] pyridazin-5-yl] methyl]-, methyl ester, 
mono(trifluoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635720-79-S 
CMF C22 H24 N6 03 



-c-c 



635720-78-4 CAPLUS 

Benzoic acid, 3-[ [3- (2-butynyl) -3, 4 -dihydro-4 -cao-2- (1 -piper azinyl) - 
imidazo{4,5-dJpyridazin-5-yl]methylJ-, methyl ester, 
mono(trifluoroacetate) (9CI) (CA INDEX NAME) 



II 0 CH2-C=C-M« 



CRN 635720-77-3 
CMF C22 H24 N6 03 



CRN 76-05-1 
CMF C2 H F3 02 
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CH 2 -C2=C-Me 



RN 635720-82-0 CAPLUS 

CN 2-Furancarboxylic acid, 5-[ [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- ( 1- 
piperazinyl)-5H-imidazo{4, 5-d] pyridazin-5-yl] methyl]-, ethyl ester, 
mono(trifluoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635720-81-9 
CMF C21 H24 N6 04 



0 CH2— C^C-Me 



CRN 76-05-1 
CMF C2 H F3 02 



CRN 76-05-1 
CMF C2HF3 02 



F 
I 

P-C-C02H 
F 

RN 635720-86-4 CAPLUS 

CN Benzonitrile, 4-[ [3- (2-butynyl) -3, 4-dihydro-4-OKO-2- (1-piperazinyl) -5H- 
imidazo[4, 5-d] pyridazin-5-yl] acetyl]-, mono(trifluoroacetate) (9CI) (CA 
INDEX NAME) 



CM 1 



CRN 635720-85-3 
CMF C22 H21 N7 02 



-C-C02H 
F 



RN 635720-84-2 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3,5-dihydro-5-[2- (2- 

nitrophenyl) -2-oxoethyl] -2- (1-piperazinyl) mono(trifluoroacetate) (9CI) 
(CA INDEX NAME) 

CM 1 



CRN 
CMF 



635720-B3-1 
C21 H21 N7 04 



CH2-CSC-MO 



CRN 76-05-1 
CMF C2 H F3 02 
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CM 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- [2- (4- 

netho*yphenyl) -2-o»oethyl] -2- (1-piperazinyl) -, mono (trif luoroacetate) 

(9CI) (CA INDEX NAME) 

CM 1 

CRN 635720-87-5 
CMF C22 H24 N6 03 



CH2-"C^C-He 



CRN 76-05-1 
CMF C2 H F3 02 



-c-c 
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CRN 76-05-1 
CMF C2 H F3 02 



-C-C02H 
F 



635720-92-2 CAPLUS 

Benzoic acid, 4- [2- [3- (2-butynyl) -3, 4 -di hydro- 4 -oho- 2- (1-piperazinyl) -SH- 
imidazo[4,5-d]pyridazin-5-yl] ethyl]-, mono(trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635720-91-1 
CMF C22 H24 N6 03 



CH2-C5SC— Me 



635720-90-0 CAPLUS 

4H-Imidazo[4, 5-d)pyridazin-4-one, 3- (2-butynyl) -3,5-dihydro-5- [2- (2- 
methoxyphenyl) -2-oxoethyl] -2- (1-piperazinyl)-, mono (trif luoroacetate) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 635720-89-7 
CMF C22 H24 N6 03 



CRN 76-05-1 
CMF C2 H F3 02 



O CH 2 -C=C-Me 



635720-94-4 CAPLUS 

4H-Imidazo[4, 5-d] pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-2- (1- 
piperazinyl)-5-(2-pyridinylmethyl)-, bis (trif luoroacetate) (9CI) 
INDEX NAME) 

CM 1 

CRN 635720-93-3 
CMF C19 H21 N7 O 
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|| CH2-C5=C-Me 



CRN 76-05-1 
CMF C2 H F3 02 



F 

F-C-C 



635720-98-8 CAPLUS 

4H-Imidazo(4, 5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-2- (1- 
piperazinyl)-5-(4-pyridinylmethyl)-, bis (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635720-97-7 
CMF C19 H21 N7 O 



-c-c 



RN 635720-96-6 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-2- (1- 

piperazinyl)-5-(3-pyridinylaiethyl)-, bis (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635720-95-5 
CMF C19 H21 N7 O 



CRN 76-05-1 
CMF C2 H F3 02 



CH2-C=C-Me 



"V — 

|| CH2-C==C-Me 



F-C-C02H 
F 



635721-00-5 CAPLUS 

4H-Iniidazo[4, 5-dlpyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- [2-oxo-2- (2- 
pyridinyl) ethyl] -2- (1-piperazinyl)-, bis (trif luoroacetate) (9CI) (CA 



CRN 76-05-1 
CMF C2 H F3 02 



CRN 635720-99-9 
CMF C20 H21 N7 02 



<12/21/2005> 
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(Continued) 



CH2-CS=C-Me 



CRN 76-05-1 
CMF C2 H F3 02 



RN 635721-02-7 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one. 3- (2-butynyl) -3, 5-dihydro-5-[2-o*o-2- (3- 
pyridinyl)ethyl]-2-(l-piperazinyl)-, bia (tcif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635721-01-6 
CMF C20 H21 N7 02 



F 
I 

F-C-C02H 



RN 635721-04-9 CAPLUS 

CN 4H-Imidazo[4. 5-d] pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5-[2-oxo-2- (4- 
pyridinyl)ethyl]-2-(l-piperazinyl)-, bis (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635721-03-8 
CMF C20 H21 N7 02 



O CHZ-C^C-K 



CRN 76-05-1 
CMF C2 H F3 02 



N^^—C 



O CH 2 -C^C-Me 



CRN 76-05-1 
CMF C2 H F3 02 



-c-c 



635721-06-1 CAPLUS 

4H-Imidazo[4, 5-d] pyridazin-4-one, 3- (2-butynyl) -3,5-dihydro-5-[ (2-methoxy- 
3-pyridinyl)methyl]-2-(l-piperazinyl)-, mono (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635721-05-0 
CMF C20 H23 N7 02 
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CH2-CS=C-Me 



L N ^ — » 
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635721-10-7 CAPLUS 

4H-Iraidazo[4,5-d]pyridazin-4-one, 5-[ ( 6- amino-3-pyridinyl) methyl] -3-(2- 
butynyl)-3,5-dihydro-2-(l-piperazinyl) -, mono (tcif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635721-09-4 
CMF C19 H22 N8 O 



CRN 76-05-1 
CMF C2HF3 02 



CH 2 — 




RN 635721-08-3 CAPLUS 

CN 3-Pyridinecarb0Kylic acid, 6-[ [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1- 
piperazinyl)-5H-imidazo[4,S-d]pyridazin-5-yl] methyl]-, methyl eater, 
bis (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-07-2 
CMF C21 H23 N7 03 



II Q CH 2 -C^C-Me 



CRN 76-05-1 
CMF C2 H F3 02 



F 
I 

-C-C 



RN 635721-12-9 CAPLUS 

CN Be nz amide, 4-[ [3- (2-butynyl) -3, 4 -di hydro- 4 -oxo- 2- (1-piperazinyl) -5H- 
imidazo[4, 5-d] pyridazin-5-yl] methyl] -3-cyano-5-ethoxy-N-methyl-, 
mono (trif luoroacetate) (9CI) (CA INDEX NAME) 



CM 



635721-11-8 
C25 H28 N8 03 



CRN 76-05-1 
CMF C2 H F3 02 



MeNH— C .OEt 

YY 



CH2~C=C-Me 



F-C-C02H 
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CMF C2 H F3 02 



635721-14-1 CAPLUS 

Benzamide, 4- [ (3- (2-butynyl) -3, 4-dihydro~4-OKO-2- (1-piperazinyl) -5H- 
iraidazo[4. 5-d]pyridazin-5-yl] methyl] -3. 5-dicyano-N-methyl-, 
mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-13-0 
CMF C24 H23 N9 02 



!l; Q CH2-C=C-M« 



CRN 76-05-1 
CMF C2 H F3 02 



-C-C02H 
F 

* 635721-16-3 CAPLUS 

< Benzamide, 4- [ [3- (2-butynyl) -3, 4-dihydro-4-o«o-2- (1-piporazinyl) -5H- 
imidazo[4,5-d)pyridazin-5-yl] methyl] -3-c^ano-5-fluoro-N-methyl-, 
mono(tcifluoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-15-2 
CMF C23 H23 F N8 02 
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I' o CH2 



CH2-C^C-Me 

V-0" 



CRN 76-05-1 
CMF C2HP3 02 



RN 635721-1B-5 CAPLUS 

CN Benzamide, 4- { [3- (2-butynyl) -3, 4 -dlhydro- 4 -oxo-2- (1-piperazinyl) - 
imidazo[4,5-d] pycidazin-5-yl] methyl] -5-cyano-2-ethoay-N-raethyl-, 
mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-17-4 
CMF C25 HZ 8 N8 03 



CH2-C=5C-Me 



76-05-1 
C2 H F3 02 
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F-C-C02H 
F 



635721-21-0 CAPLUS 

Benzonitrile, 5-[ [3- (2-butynyl) -3, 4-dihydro-4-OHO-2- (1-piperazinyl) -5H- 
iniidazo[4, 5-d] pyridazin-S-yl] methyl] -2-fluoro-, mono(trifluoroacetate) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-20-9 
CMF C21 H20 F N7 O 




O CH2-CEHC-Me 



76-05-1 
C2 H F3 02 
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CN O CH2-C=C-Me 



CRN 
CMF 



76-05-1 
C2 H F3 02 



F-C-C02H 
F 



635721-27-6 CAPLUS 

Benzonitrile, 4-[ [3- (2-butynyl) -3. 4 -dihydro-4-oxo-2- (1-piperazinyl) -5H- 
imidazo[ 4, 5-d] pyridazin-5-yl] methyl] -3-fluoro-, mono (trif luoroacetate) 
(9CI) (CA INDEX NAME) 

CM 1 



CRN 
CMF 



635721-26-5 
C21 H20 F N7 0 



CH2-C=SC-Me 



RN 635721-24-3 CAPLUS 

CN Benzonitrile, 2- [ [3- (2-butynyl) -3, 4-dihydro-4-o»o-2- (1-piperazinyl) -5H- 
iraidaz o ( 4 , 5-d] py ridazi n- 5 -yl} methyl] -5-f luoro- , mono ( t rif luoroacetate ) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-23-2 
CMF C21 H20 F N7 0 



CRN 76-05-1 
CMF C2 H F3 02 



F-C-C02H 
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CN Benzonitrile, 2- [ (3- (2-butynyl) -3, 4-dihydro-4-o»o-2- (1-piperazinyl) -5H- 

imidazo[4,5-d)pyridazin-S-yl] methyl] -3-fluoro-, mono (trif luoroacetate) 

(9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-29-8 
CM? C21 H20 F N7 0 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 




F 



RN 635721-32-3 CAPLUS 

CN 4H-Iraldazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- (1- 

isoquinolinylmethyl) -2- (1-piperazinyl)-, mono (trif luoroacetate) (9C1) (CA 
INDEX NAME) 

CM 1 

CRN 635721-31-2 
CMF C23 H23 N7 O 
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CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 
I 

F-C-C02H 
F 



RN 635721-34-5 CAPLUS 

CN 4B-Imidazo(4,5-d]pyridazin-4-one, 3- (2-butynyl) -5- [ (2-fluoro-3- 

py ridi ny 1 ) me thyll -3 , 5-di hyd ro- 2- ( 1 -pipe razi nyl ) - , mono ( t ri f luo r oace ta to ) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-33-4 
CMF C19 H20 F N7 O 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 
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F 
I 

F-C-C02H 
F 



RN 635721-36-7 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -5- [ (2-f luoro-4- 

pyridi nyl) methyl} -3, 5-di hydro- 2- (1-piperazinyl) -, mono(trifluoroacetate) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-35-6 
CMF C19 H20 F N7 O 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 
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CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 
I 

F-C—C02H 
F 



RN 635721-41-4 CAPLUS 

CN Benzamlde, 2- [[3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 

imidazo[4,5-d]pyridazin-S-yl] methyl)-, mono (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635721-40-3 
CMF C21 H23 N7 02 



I 

F-C-C02H 



635721-38-9 CAPLUS | jj l| 

4H-Imidazot4,S-d]pyridazin-4-one, 3- (2-butynyl) -5- { (6-fluoro-2- N -^v/ N 

pyridinyl) methyl] -3, 5-dihydro-2- (1-piperazinyl)-, mono (trif luoroacetate) 
(9CI) (CA INDEX NAME) 



CRN 635721-37-8 CRN 76-05-1 

CMF C19 H20 F N7 O CMF C2 H F3 02 
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RN 635721-44-7 CAPLUS 

CN Benzanide, 3- [ [3- (2-butynyl) -3. 4 -dihydro-4 -ox o- 2- (1-piporazinyl) -5H- 

i midazo { 4, 5-d]pyridazin-5-yl] methyl]-, mono (trifluoroace tare) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635721-43-6 
CMP C21 H23 N7 02 




CM 2 

CRN 76-05-1 
CMP C2HF3 02 



F 




F 



RN 635721-46-9 CAPLUS 

CN Benzamide, 4- [ [3- (2-butynyl) -3, 4 -dihydro-4 -oxo-2- (1-piperazinyl) -5H- 

imidazo[4,5-d]pyridazin-S-ylJ methyl]-, mono(trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635721-45-8 
CMP C21 H23 N7 02 



0 
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CM 2 

CRN 76-05-1 
CMP C2 H P3 02 



F 
I 

F-C-C02H 
F 



RN 635721-48-1 CAPLUS 

CN Benzoic acid, 3- [{3- (2-butynyl) -3,4 -dihydro-4 -oxo-2- (1-pipe cazinyl) -5H- 
imidazo[4,5-d]pyridazin-5-yl] methyl)-, mono (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635721-47-0 
CM7 C21 H22 N6 03 




CM 2 

CRN 76-05-1 
CMP C2 H F3 02 



r 

P-C-C02H 
P 



RN 635721-50-5 CAPLUS 

CN Benzoic acid, 4- [ [3- (2-butynyl) -3, 4 -dihydro-4 -oxo-2- (1-piperazinyl) -5H- 
imidazo(4,5-d]pyridazin-5-yl] methyl]-, mono (trif luoroacetate) (9CI) (CA 
INDEX NAME) 



L4 ANSWER 11 OP 26 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
CRN 635721-49-2 
CMP C21 H22 N6 03 




CM 2 

CRN 76-05-1 
CMP C2HF3 02 



F 
I 

F-C-C02H 
F 



RN 635721-52-7 CAPLUS 

CN 2-Purancarboxylic acid, 5-[ [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1- 
piperazinyl) -5H-imidazo[4, 5-d] pyridazin-5-yl] methyl] -, 
mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-51-6 
CMP C19 H20 N6 04 




CM 2 

CRN 76-05-1 
CMP C2 H F3 02 
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F 




P 



RN 635721-56-1 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3, 5-dihydro-5-methyl-3- (phenylmethyl) -2- 
( 1-piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-55-0 
CMP C17 H20 N6 O 




O 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 




P 



RN 635721-58-3 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3, 5-dihydro-5- (2-oxo-2-phenylethyl) -3- 

( phenylmethyl) -2- (1-piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635721-57-2 
CMF C24 H24 N6 02 
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. rry-0" 

ii y^J — \ 

Ph-C-CH 2 J N CH 2 -Ph 



CRN 76-05-1 
CMF C2 H F3 02 



-c-c 



RN 635721-62-9 CAPLUS 

CN 4H-Imidazo[4,5-dJpyridazin-4-one, 3, 5-dihydro-5- (2-phenoxyethyl) -3- 
(phenylmethyl)-2-(l-piperazinyl)-, mono(trif luoroacetate) (9CI) (CA 
NAME) 

CM 1 

CRN 635721-61-8 
CMF C24 H26 N6 02 



I 

F-C-C02H 



635721-60-7 CAPLUS 1 
4H-Iraidazo[4 r 5-d]pyridazin-4-one, 3. 5-dihydro-5- (2-phenylethyl) -3- 
(phenylmethyl)-2-(l-piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 CM 2 

CRN 635721-59-4 CRN 76-05-1 

CMF C24 H26 N6 O CMF C2 H F3 02 



\ 

2-CH2 ]f X CH 2 -Ph 



Ph-CH2-CH2 J X CH2-Ph 
O 



CRN 76-05-1 
CMF C2 H F3 02 



635721-64-1 CAPLUS 

4H-Imidazot4,5-d}pyridazin-4-one, 3, S-dihydro-3- (phenylmethyl) -2- (1- 
pipecazinyl)-5-(2-propynyl)-. mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635721-63-0 
CMF C19 H20 N6 O 
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o 
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RN 635721-68-5 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3, 5-dlhydro-S- (2-hydroxyethyl) -3- 

(phenylmethyl)-2-(l-piperazinyl)-, mono (trif luoroacetate) (salt) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 635721-67-4 
CMF C1B H22 N6 02 



CRN 
CMF 



76-05-1 
C2 H F3 02 




635721-66-3 CAPLUS 

5H-Iaidazo{4,5-d]pyridazine-5-acetonitrile, 3,4-dihydro-4-c*o-3- 
(phenylmethyl)-2-(l-piperazinyl) -, mono (trif luoroacetate) (9C1) (CA J 
NAME) 

CM 1 

CRN 635721-65-2 
CMF C1B H19 N7 O 



CRN 76-05-1 
CMF C2 H F3 02 



RN 635721-70-9 CAPLUS 

CN 4H-Imidazo[4,5-d}pyridazin-4-one, 3, 5-dihydro-5- (2-methojryethyl) -3- 

(phenylmethyl)-2-(l-piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635721-69-6 
CMF C19 H24 N6 02 



CRN 76-05-1 
CMF C2 H F3 02 



F-C-C02H 



MeO-CH2~CH2 
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CRN 76-05-1 
CMF C2 H F3 02 



-C-C02H 
F 
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CMF C25 H26 N6 03 



?h— CH2 



RN 635721-72-1 CAPLUS 

CN 5H-Imidazo[4,5-d]pyridazine-5-acetic acid, 3, 4-dihydro-4-o»o-3- 

(phenylraethyl) -2- (1-piperazinyl) -, ethyl ester, aono(trif luoroacetata) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-71-0 
CMF C20 H24 N6 03 



II / 
EtO-C-CH2 



CH2-Ph 



76-05-1 
C2 H F3 02 



CRN 76-05-1 
CMF C2 H F3 02 



F-C-C 



RN 635721-76-5 CAPLUS 

CN Benzonitrile, 2- [ [3, 4-dihydro-4-o«o-3- (phenylmethyl) -2- (1-piperazinyl) -5H- 
imidazo { 4, 5-d]pyridazin-5-yl] methyl]-, mono (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635721-75-4 
CMF C24 H23 N7 0 



0C- r 



p *h~CH2 



RN 635721-74-3 CAPLUS 

CN 4H-Imidazo[4,5-dlpyridazin-4-one, 3, 5-dihydro-5- [2- (3-methoayphenyl) -2- 
osoethyl] -3- (phenylmethyl) -2- (1-piperazinyl) -, raono(trif luoroacetate) 
(9CI) (CA INDEX NAME) 



CRN 76-05-1 
CMF C2 H F3 02 



CRN 635721-73-2 
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RN 635721-7B-7 CAPLUS 

CN 4H-Imidazot4, 5-dJ pyridazin-4-one, 3, 5-dihydro-S-methyl-2- (1-piperazinyl) -3- 
(2-propynyl)-, mono (trif luoroacetate) (9CI) (CA INDEX NAME) 




CH2-CH=CH-Me 



CRN 635721-77-6 
CMF C13 H16 N6 0 



CRN 76-05-1 
CMF C2 H F3 02 



RN 635721-82-3 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3, 5-dihydro-S-methyl-3- (2-pentenyl) -2-(l- 
piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX NAME) 



CRN 76-05-1 
CMF C2 H F3 02 



CRN 635721-81-2 
CMF CIS H22 N6 O 



RN 635721-80-1 CAPLUS 

CN 4H-Inidazo[4,5-d]pyridazin-4-one, 3- (2-butenyl) -3,5-dthydro-5-methyl-2- (1- 
piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX NAME) 




J — N^ 



vCr 



CH2-CH=CH— Et 



CRN 635721-79-8 
CMF C14 H20 N6 0 



CRN 76-05-1 
CMF C2 H F3 ( 
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RN 635721-84-5 CAPLUS 

CN 4H-ImidazoI4,5-dlpyridazin-4-one, 3, 5-dihydro-5-methyl-3- (3-methyl-2- 

butenyl) -2- (1-piperazinyl) -, mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-B3-4 
CM? CIS H22 N6 O 



14 ANSVER 11 OF 26 CAPLUS COPYRIGHT 200S ACS on STN (Continued) 
CM 2 

CRN 76-05-1 
CMF C2 H F3 02 




CH2-CH=CMe2 



635721-88-9 CAPLUS 

4H-Imidazo[4,5-d]pyridazin-4-one, 5- (2- (2-aniinophenyl) -2-oxoethylJ -3- (2- 
butynyl) -3, 5 -di hydro- 2- (1-piparazinyl) -, bis (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 



CRN 76-05-1 
CMF C2 H F3 02 



F-C-C02H 
F 



CRN 635721-87-8 
CMF C21 H23 N7 02 



O CH 2 -C== 



RN 635721-86-7 CAPLUS 

CN 4H-Imidazo(4,5-d}pyridazin-4-one, 3- (cyclop ropy lme thy 1) -3, 5-dihydro-5- 
methyl-2-< 1-piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX NAME) 



CRN 
CMF 



76-05-1 
C2 H F3 02 



CRN 635721-85-6 
CMF C14 H20 N6 O 




635721-90-3 CAPLUS 

4H-Imidazo[4,5-d}pyridazin-4-one, 3- (2-butynyl) -3, S-dihydro-5, 7-dim 
(1-piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX NAME) 



635721-89-0 
CIS H20 N6 0 
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CH2-C=C-Me 



CRN 76-05-1 
CMF C2 H F3 < 



P 

F-C-C02H 



RN 635722-02-0 CAPLUS 

CN lH-Imidazo[4,5-d)pyridazine-4-carboxamide, 1- (2-butynyl) -6, 7-dihydro-6- 
methyl-7-oKO-2- (1-piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635722-01-9 
CMF C15 HI 9 N7 02 



F 

F-C-C 



RN 635722-00-8 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5-methyl-2- (1- 
piperazinyl)-7-(trlfluoromathyl>-, mono(trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635721-99-2 
CMF C15 HI 7 F3 N6 O 




CH2-C==C-Me 



CRN 76-05-1 
CMF C2 H F3 02 




CH2— C=C-Me 



CRN 76-05-1 
CMF C2 H F3 02 



635722-04-2 CAPLUS 

lH-Imidazo[4,5-d]pyridazine-4-carbonitrile, 1- (2-butynyl) -6, 7 -di hydro- 6- 
methyl-7-oxo-2- (1-piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 



CRN 
CMF 



635722-03-1 
C15 H17 N7 0 
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CRN 76-05-1 
CMF C2HF3 02 



-c-c 



RN 63S722-08-6 CAPUTS 

CN 4H-Inidaio(4,5-d]pyridazin-4-on6, 3- (2-butynyl) -3, 5-dihyd ro-5-ctethyl-2- (4- 
piporidinyl)-, nono ( trif luoroacetate) (9CI) (CA INDEX NAME) 



CRN 635722-07-5 
CMF CIS H19 N5 O 



m. y 



CH2-<=C-Me 



CRN 76-05-1 
CMF C2 H F3 02 
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(Continued) 



-c-c 



RN 635722-38-2 CAPUTS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-{ { <1R, 2R) -2-aminocyclohe*yl] amino] -3- 
(2-butynyl) -3, 5 -di hydro- 5 -no thy 1-, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635722-37-1 
CMF C16 H22 N6 0 

Absolute stereochemistry. 




CRN 76-05-1 
CMF C2 H F3 02 



F-C-C02H 
F 



RN 635722-40-6 CAPUTS 

CN 4H-Imidazo[4,5-d]pyrida2in-4-one, 2-{ [ (lR,2S)-2-aminocycloheiryl] amino] -3- 
(2-butynyl)-3,5-dihydro-S-methyl-, mono(trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635722-39-3 
CMF C16 H22 N6 O 
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Absolute stereochemistry. 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 



F 



RN 635722-42-8 CAPUTS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3-(2-butynyl) -3,S-dihydro-5-methyl-2- 

(1,2, 3, 6-tetrahydro-4-pyridinyl) -, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635722-41-7 
CMF C15 H17 N5 O 




O 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 
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F 




F 



RN 635722-43-9 CAPUTS 

CN 4H-Imidazo[4 , 5-d] py ridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5-niethyl-2- (1- 
piperazinyl)-, mono(4-raethylbenzenesulfonate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635717-65-6 
CMF C14 HI 8 N6 O 




O 



CM 2 

CRN 104-15-4 
CMF C7 H8 03 S 




IT S357 17-75-8 635720-65-9 

RL: PAC (Pharmacological activity)! THU (Therapeutic use) i BIOL 
(Biological study) * USES (Uses) 

(preparation of purinone derivs. as dipeptidylpeptidase IV inhibitors) 
RN 635717-75-8 CAPUTS 

CN 4H-Imidazo[4 , 5-d] pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3,5-dihydro-5-nethyl- (9CI) (CA INDEX NAME) 
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"A X CH2-C=C- 

o 



RN 635720-65-9 CAPLUS 

CN Benzonitrile, 2- [ (3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
imidazo [4, 5-d) pyridazin-5-yl] methyl]- (9CI) (CA INDEX NAME) 




IT 76156-58-6 82137-50-6 

RL: RCT (Reactant) i RACT (Reactant or reagent) 

(preparation of purinone derivs. as dlpeptidylpeptidase IV inhibitors) 
RN 76756-58-6 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 1, 5-dihydro-S-methyl- (9CI) (CA INDEX 
NAME) 




RN 82137-50-6 CAPLUS 

CN 4H-Imidazo[4,5-d)pyrldazin-4-one, 1, 5-dihydro-5- [ (phenylmethoxy) methyl] - 
(9CI) (CA INDEX NAME) 




IT 635722-43-17 635722-46-28 635722-47-37 
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635722- 77-88 635722-78-0* 635722-62-68 

635723- 02-38 635723-04-57 635723-14-78 
635723-21-68 635723-22-77 635723-23-88 
635723-61-47 635723-63-68 635723-65-87 
635723-67-07 635723-78-48 

RL: RCT (Reactant) » SPN (Synthetic preparation); PREP (Preparation) > RACT 
(Reactant or reagent) 

(prepn. of purinone derivs. as dlpeptidylpeptidase IV inhibitors) 
RN 635722-45-1 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2-chloro-l, 5-dihydro-S -methyl- (9CI) 
(CA INDEX NAME) 



0 




RN 635722-46-2 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 3- (2-butynyl) -2-chloro-3, 5-dihydro-5- 
methyl- (9CI) (CA INDEX NAME) 




RN 635722-47-3 CAPLUS 

CN 1-Piperazineearboxylic acid, 4-[l- (2-butynyl) -6, 7-dihydro-6-raethyl-7-o*o- 
lH-imidazo[4,5-d]pyridazin-2-yl]-, 1,1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 



O 




o 



RN 635722-77-9 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- [4, 5-dihydro-4-oxo-5- 



L4 ANSWER 11 OF 26 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
[(phenylmethoxy) methyl} -lH-imidazo( 4, 5-d) pyridazin-2-yl] -, 
1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 



Ph— CH2-0— CH2 



II 

C-OBu-t 



RN 635722-78-0 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- [1- (2-butynyl) -6, 7-dihydro-7- 
[ (phenylmethoxy) methyl] -IH-imidazo [ 4 , 5-d] pyridazin-2-yl] - , 
1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 



Ph- CH 2 - 0-CH 2 jj CH 2 - C== C- 



RN 635722-82-6 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4-(4,5-dihydro-5-methyl-4-oxo-lH-imidazo[4,5- 
d]pyridazin-2-yl)-, 1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 




635723-02-3 CAPLUS 

1-Piperazinecarboxylic acid, 4-[6,7-dihydro-7-( 
[ (phenylraethoxy) methyl] -l-(phenylmethyl) -lH-imidazo[4, 5-d]pyridazin-2-yl] - 
, 1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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Ph— CH2 - O— CH2 



r^N^ 



II 

C— OBu-t 




RN 635723-04-5 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- [1- (2-butynyl) -6, 7-dihydro-6- [2- (2- 
rlitrophelIyl>-2-oxoethyl]-7-Oxo-lH-imidazo[4,5-d)pyridazin-2-yl] 
1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 



O CH 2 -C^C-Me » 



RN 635723-14-7 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- [4- (aminocarbonyl) -1- (2-butynyl) -6, 7- 
dihydro-6-raethyl-7-oxo-lH-imidazo[4,5-d]pyridazin-2-yl]-, 
1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 




CH 2 -C=C-Me 



RN 635723-21-6 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 1, 5-dihydro-5-raethyl-2- (4-piperidinyl) - 
mono(trifluoroacetate) (9CI) (CA INDEX NAME) 



CRN 635723-20-5 
CMF Cll H15 N5 O 
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(Continued) 
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RN 635723-61-4 CAPLUS 

CRN 76-05-1 CN 4H-Imidazo(4 , 5-d) pyridazin-4-one, 1, 5-dihydro-5-methyl-2- (4-pyridinyl) - 

CMF C2HF3 02 (9CI) (CA INDEX NAME) 



F 




F 



RN 635723-22-7 CAPLUS 

CN l-Piperidinecarbo«ylic acid, 4- (4, 5-dihydro-5-methyl-4-oxo-lH-inidazoI4, 5- 
d] pyridazin-2-yl) 1, 1 -dime thyle thy 1 ester (9CI) (CA INDEX NAME) 



o 




0 



RN 63S723-23-8 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4-[l- (2-butynyl) -6, 7-dihydro-6-nathyl-7-oxo- 
lH-imidazo[4,5-d]pyridazin-2-yl]-, 1, 1 -dime thyle thy 1 ester (9CI) (CA 
INDEX NAME) 



— m 

o 



RN 635723-63-6 CAPLUS 

CN 4H-Imidazo[4,S-d]pyridazin-4-one, 3- (2-butynyl) -3, 5 -di hydro- 5 -methyl- 2- (4- 
pyridinyl)- (9CI) (CA INDEX NAME) 




O 



RN 635723-65-8 CAPLUS 

CN Pyridinium, 4-[l- (2-butynyl) -6,7-dihydro-6-methyl-7-oKO-lH-imidazo[4, 5- 

d]pyridazin-2-yl]-l-{ (4-methoxyphenyl) methyl]-, chloride (9CI) (CA INDEX 
NAME) 
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He Y 



CH2-CSC-H8 



• ci- 

RN 635723-67-0 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (Z-rxitynylJ-S.S-dihydro-S-mothyl^- 
tl^.S.e-tetrahydro-l-ni-methojryphenylJmethyll^-pyri^ (9CI) (CA 
INDEX NAME) 




RN 635723-79-4 CAPLUS 

CN Carbamic acid, {l-(4,5-dihydro-5-m«thyl-4-o«o-lH-imidazo[4,5-d]pyTridazin-2- 
yl)-3-piperidinyl]-, 1, 1 -dime thyle thy 1 ester (9CI) (CA INDEX NAME) 




v-CX 8 

I V ^NH-C-OBu-t 



38 THERE ARB 38 < 
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FAMILY ACC. NUM. COUNT: 1 



PATENT INFORMATION: 










PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATE 


EP 733633 


Al 


19960925 


EP 1996-104176 


19960315 


EP 733633 


Bl 


20030528 






R: AT, BE, CH, 


DE, DK, 


. ES, FI, 


FR, GB, GR, IE, IT, 


LI, LU, NL, PT, SE 


US 5753664 


A 


19980519 


US 1996-614893 


19960313 


CA 2171932 


AA 


19960917 


CA 1996-2171932 


19960315 


JP 09095485 


A2 


19970408 


JP 1996-59508 


19960315 


AT 241625 


E 


20030615 


AT 1996-104176 


19960315 


PRIORITY APPLN. INFO.: 






JP 1995-56869 


A 19950316 








JP 1995-191770 


A 19950727 



MARPAT 125:328725 




RZ21COR2 [I; R - (un) substituted condensed pyrimidinone or condensed 
pyridazinone ring (sic) ; R2 cyclic group* Z - divalent group; 21 - 
divalent cyclic group] were prepared Thus, 2-mercapto-3-methyl-4 (3H) - 
quinazolinone vas etharified by 4-C1C6H4COC6H4 (CH2Br) -4 to give title 
compound II. Data for in vivo antitumor activity of selected I were given. 
103 164-89- 8P 

RL: BAG (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study) i PREP (Preparation) ; USES (Uses) 

(preparation of heterocyclic compds. as antitumor agents) 
183164-89-8 CAPLUS 

4H-Imidazo[4,5-d]pyridazin-4-one, 3- [ (4- (4-chlorobenzoyl) phenyl] methyl] - 
3,5-dihydro-5-methyl- (9CI) (CA INDEX NAME) 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



AUTHOR (S) : 



CORPORATE SOURCE: 



SOURCE: 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE: 



CAPLUS COPYRIGHT 2005 ACS on STN 
1995:945308 CAPLUS 
124:146089 

Synthesis and anticonvulsant of 3H-imidazo[4, 5- 
cjpyridazine, lH-imldazo[4,5-d]pyridazine and 
IH-benzimidazole analog of 9- (2-f luorobenzyl) -6- 
mo t hy lani no- 9H- pu ci ne 

Kelley, James L.l Thompson, James B.i Styles, Virgil 
L.i Soroko, Francis E. ; Cooper, Barrett R. 
Division of Organic Chemistry, Burroughs Wellcome Co., 
Research Triangle Park, NC, 27709, USA 
Journal of Heterocyclic Chemistry (1995), 32(5), 
1423-8 

CODEN: JHTCADi ISSN: 0022-152X 
He t e r oCo rpo r a tion 
Journal 
English 

The 3H-imidazo(4,5-c}pyridiazine, lH-imidazo[4, 5-d] pyridazine, and 
lH-benzimidazole analogs of the potent anticonvulsant purine 
9- (2-f luorobenzyl) -6-methylamino-9H~purine (7BU79) were synthesized and 
tested for anticonvulsant activity. The target compds. vere prepared from 
3,4,5-trichloropyridazine as starting material. Thus, 
1- (2-f luorophenyl) — iraidazo{4, 5-dJ pyridazin-4-amine was synthesized in 
four steps from 5- [ (benzyloxy) methyl) -1, 5-dihydro-4H-imidazo[ 4 , 5- 
d] pyridazin-4-one. Benzimidazole analogs were prepared from 
2, 6-dinitroaniline in three stages. These compds. were one-tenth or less 
as active as 78U79 in protecting rats against maximal electros hock-induced 
seizures. 
82 137-30-6 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 
(preparation and anticonvulsant activity of 
(f luorobenzyl) methylaminopurine 

analogs) 
RN 82137-50-6 CAPLUS 

4H-Imidazo{4,5-d]pyridazin-4-one, 1,5-dihydro-S- [ (phenylmethoxy) methyl) - 
(9CI) (CA INDEX NAME) 



IT 



CN 



Ph-CH2-0-CH2 II H 

XH 

IT 173279-47-5P 173279-55-SP 17327S>-56-6P 

RL: RCT (Reactant) ; SPN (Synthetic preparation)! PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and anticonvulsant activity of 
( f luorobenzyl) methylaminopurine 

analogs) 
RN 173279-47-5 CAPLUS 

CN 4H-Imidazo{4 , 5-d] pyridazin-4-one, 3- [ (2-f luorophenyl) methyl] -3, 5-dihydro-5- 
Uphenylmethory) methyl]- (9CI) (CA INDEX NAME) 
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Ph— CH2-0— CH2 



RN 173279-55-5 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 1, 5-dihydro-5- (hydroxymethyl) - (9CI) 
(CA INDEX NAME) 



RN 173279-56-6 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, l,5-dihydro-5- (hydroxymethyl)-, 
monohydrochloride (9C1) (CA INDEX NAME) 
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ACCESSION NUMBER: 



PATENT ASSIGNEE (S): 



DOCUMENT TYPE: 
LANGUAGE: 

PAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1995:896118 CAPLUS 
123:286058 

Preparation of imidazopyridazine angiotensin II 
antagonists 

Dorsch, Dieter; Mederski, Werner; Osswald, Mat hi as; 
Schelling, Pierre; Beier, Norbert; Lues, Inge; Minck, 
Klaus-Otto 

Merck Patent GmbH, Germany 
Ger. Off en., 20 pp. 
CODEN: GVXXBX 
Patent 



PATENT NO. 


KIND 


DATE 


APPLICATION NO. " 


DATE 


DE 4 339868 


Al 


19950524 


DE 1993-4339868 


19931123 


EP 657454 


Al 


19950614 


EP 1994-117936 


19941114 


R: AT, BE, CH, 


DE, DK, 


. ES, FR, GB, 


, GR, IE, IT, LI, 


LU, NL, PT, SE 


CA 2136288 


AA 


19950524 


CA 1994-2136288 


19941121 


AU 9478950 


Al 


19950601 


AU 1994-78950 


19941121 


NO 9404 469 


A 


19950524 


NO 1994-4469 


19941122 


ZA 9409260 


A 


19950803 


ZA 1994-9260 


19941122 


CN 1109057 


A 


19950927 


CN 1994-118958 


19941122 


JP 07267959 


A2 


19951017 


JP 1994-288411 


19941122 


HU 71113 


A2 


19951128 


HU 1994-3364 


19941123 


PRIORITY APPLN. IN70. : 






DE 1993-4339868 


A 19931123 


OTHER SOURCE(S): 


MARPAT 


123:286058 







»-B 3 
</ Wy 



Rl R2 



AB The title compds. [it Rl - (un) substituted alkyl, alkenyl, alkynyl, etc.; 
R2 - H, (un) substituted C02H, CN, N02, (un) substituted NH2, etc.i R3 - 
(un) substituted alkyl, (un) substituted alkenyl, (un) substituted alkynyl; X 
- NHOO, CONH, OCH(C02H), NHCH(C02H), etc.; Y - O, S] , useful as 
angiotensin II antagonists (no data), are prepared and I-containing 

formulations 

presented. 

IT 169751-05-4P 169751-B7-SP 169752-07-2P 
169732-0B-3P 169752-OP-4P 169752-10-7P 
169752-11-BP 189752-X2-9P 169752-13-0P 
169752-14-1P 189752- 15-2P 169752-1S-3P 
169752-17-4P 1S9752-18-5P 169752-19-6P 
169752-20-9P 16 9752-21 -OP 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study); PREP (Preparation); USES (Uses) 
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(prepn. of iraidazopyridazine angiotensin II antagonists) 
RN 169751-96-4 CAPLUS 

CN {l,l'-Biphenyl]-2-carboxylic acid, 4' -{ (2-butyl-6- [2- (dimethylanino) -2- 

oxoethyl] -6, 7-dihydro-7-oxo-lH-imidazo(4 , 5-d] pyridazin-l-ylj methyl] - (9CI) 
(CA INDEX NAME) 




RN 169751-87-5 CAPLUS 

CN 5H-Iaidazo{4,5-d]pyridazine-S-acetamide, 2-butyl-3-{ [4-(l-cyano-2- 

phenylethenyl)phenyl}methyl]-3,4-dihydro-N,N-diiaethyl-4-oxo- (9CI) (CA 
INDEX NAME) 




RN 169752-07-2 CAPLUS 

CN 5H-Iraidazo[4,5-d]pyridazine-5-acetamide, 2-butyl-3, 4-dihydro-N,N-dimethyl- 
4 -oxo-3- [ ( 2 ' - (1H- tetrazol-5-yl) (1,1' -biphenylj -4 -yl] methyl] - , potassium 
salt (9CI) (CA INDEX NAME) 




• K 



RN 169752-08-3 CAPLUS 

CN Benzoic acid, 2- [ [ [4-( 12- butyl- 6- {2- (dimethylamino) -2-oxoethyl] -6,7- 
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di hyd ro- 7 - oxo- 1H- imidazo [ 4 , 5 -d] py ridazi n- 1 -yl] me thyl ] phenyl] ami no] ca rbonyl 
]- (9CI) (CA INDEX NAME) 




RN 169752-09-4 CAPLUS 

CN SH-Imidazo[4, 5-d] pyridazine-5-acetamide, 2-butyl-3, 4-dihydro-N,N-dimethyl- 
4-oxo-3-[ {4-[ [2- [ [ (trif luoromethyl) sulfonyl] amino] benzoyl] amino] phenyl] met 
nylj- (9CI) (CA INDEX NAME) 



0 




RN 169752-10-7 CAPLUS 

CN Benzoic acid. 2-[{4-[[2-butyl-6-[2-(dimethylamino)-2-oxoethyl] -6, 7-dihydro- 
7-oxo-lH-imidazo (4, 5-d] pyridazin-l-yl] methyl] benzoyl] amino]- (9CI) (CA 




O 



RN 169752-11-8 CAPLUS 

CN 5H-Imidazo[4,5-d]pycidazine-5-acetaraide, 2-butyl-3,4-dihydro-N,N-dimethyl- 
4 -oxo- 3- [ 1 2 ' - ( 1H- te t raz ol - 5-y 1 ) { 1 , 1 • -bi phenyl] - 4 -yl ] me thyl] - ( 9CI ) (CA 
INDEX NAME) 
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RN 169752-12-9 CAPLUS 

CN 4H-Imidazo[4,S-d]pyridazin-4-one, 2-butyl-3, S-dihydro-5- (phenylraethyl)-3- 
[[2*-(lH-tetrazol-5-yl) [1, l'-biphenyl] -4-yl] methyl] -. potassium salt (9CI) 
(CA INDEX NAME) 




• K 

RN 169752-13-0 CAPLUS 

CN 5H-Imidazo[4,5-d]pyridazine-5-acetic acid, 2-butyl-3, 4-dihydro-4-oxo- 
a-phe nyl- 3- [ [ 2 • - ( 1H- te tr azol-5 -yl ) [ 1 , 1 ' -biphenylj - 4 -yl] me thyl] - , 
1 -me thy le thyl ester (9CI) (CA INDEX NAME) 




RN 1697S2-14-1 CAPLUS 

CN Pyrrolidine, l-[ [2-buty 1-3- [ (2' -cyano[l, l'-biphenyl] -4-yl) methyl] -3, 4- 
dihydro-4-oxo-5H-imidazo{4, 5-d] pyridazin-5-yl] acetyl]- (9CI) (CA INDEX 
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O 



RN 169752-15-2 CAPLUS 

CN Piperazine, l-[ [2-butyl-3-[ (2* -cyanofl, l'-biphenyl] -4-yl) methyl] -3,4- 
di hydro- 4 -oxo- 5H-imidazo [ 4 , 5-d ] pyridazin- 5-yl] ace tyl] - 4 - [ ( 4 - 
fluorophenyl) sulfonyl]- (9CI) (CA INDEX NAME) 




RN 169752-16-3 CAPLUS 

CN 5H-Imidazo[4,5-d]pyridazine-5-acetamide, 2-butyl-3-[ (2'-cyano [ 1, 1 1 - 

biphenyl] -4-yl) methyl] -3, 4-dihydro-4-oxo-N- (phenylsulf onyl) - (9CI) (CA 
INDEX NAME) 



Ph-S-NH-C-CH2 y 



RN 169752-17-4 CAPLUS 

CN 4H- Imidazo [4, 5-d] pyridazin- 4 -one, 5- (3-amino-2-oxopropyl) -2-butyl-3, 5- 

dihydro-3-[{2 , -(lH-tetrazol-5-yl) [1, 1' -biphenyl) -4-yl] methyl] - (9CI) (CA 
INDEX NAME) 
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KN 169752-18-5 CAPLUS 

CN 4H-Imldazo[4,5-d]pyridazin-4-one, 5- (6-amino-2-oxohoxyl) -2-butyl-3, 5- 

dihydco-3-{[2 , >(lH-t«trazol-5-yl) [1, 1' -biphenyl] -4 -yl] methyl) - (9C1) (CA 
INDEX NAME) 




RN 169752-19-6 CAPLUS 

CN 4H- 1 raidazo [ 4 , 5-d] pyridazi n-4 -one , 2-buty 1- 3 , 5-dihyd ro- 5- [ 2- (ma thoayimi no) - 
3, 3-dimethylbutyl] -3-[{2'- (lH-tetrazol-5-yl> {1, V -biphenyl] -4 -yl) methyl] - 
(SCI) (CA INDEX NAME) 




RN 169752-20-9 CAPLUS 

CN 4H- 1 midazo [ 4 , 5-d] pyridazi n- 4 - one , 2 -butyl- 3 , 5-dihyd ro- 5- ( phe nylmethyl) -3- 
[ (2* -(lH-tetrazol-5-yl) [1,1' -biphenyl] -4-yl] methyl]- (9CI) (CA INDEX 
NAME) 




RN 169752-21-0 CAPLUS 

CN 5H-Imidazot4,5-d]pyridazine-5-acetic acid, 2-butyl-3, 4-dihydro-4-oao- 
a-phenyl-3-[ [2* -(lH-tetrazol-5-yl) [1.1 ♦ -biphenyl] -4 -yl] methyl]-, 
1-methylethyl ester, potassium salt (9CI) (CA INDEX NAME) 
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• K 



IT 1697B1-90-0 169751-93-3 169751-94-4 
1697S1-9S-5 169751-96-6 169751-97-7 
169731-98-8 

RL: RCT (Reactant) » RACT (Reactant or reagent) 

(preparation of imidazopy ridazl ne angiotensin II antagonists from) 
RN 169751-90-0 CAPLUS 

CN 5H-Imidazo[4.5-dJpyridazine-5-aeetamide, 2-butyl-l, 4-dihydro-N,N-dimethyl- 
4-oxo- (9CI) (CA INDEX NAME) 




MS2N-C-CH2 |f 



RN 169751-93-3 CAPLUS 

CN 5H-Imidazo[4,5-d]pyridazine-5-acetamide, 3-[ (4 -arainophenyl) methyl] -2-butyl- 
3,4-dihydro-N,N-dimethyl-4-oxo- (9CI) (CA INDEX NAME) 




NH2 



RN 169751-94-4 CAPLUS 

CN Benzoic acid, 4- [ [2-butyl-6- [2- (dimethylamino) -2-oxoethyl) -6, 7-dihydro-7- 
oxo-lH-imidazo[4,5-d] pyridazin-l-yl] methyl]- (9CI) (CA INDEX NAME) 



L4 ANSWER 14 OF 26 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




M62N-C-CH2 



RN 169751-95-5 CAPLUS 

CN 5H-Imidazo[4,5-d)pyridazine-5-acetie acid, 2-butyl-3-[ (2*-cyaao(l.l*- 
biphenyl]-4-yl)aethyl]-3,4-dihydro-4-oxo- (9CI) (CA INDEX NAME) 




HD2C-CH2 



RN 169751-96-6 CAPLUS 

CN 4H-Imidazo{4,5-d]pyridazin-4-one, 2-butyl-3, 5-dihydro-5-(3-nitro-2- 

oxopropyl) -3-{ [2'- (lH-tetrazol-5-yl) [1,1* -biphenyl] -4 -yl] methyl] - (9CI) 
(CA INDEX NAME) 



II \/ 
O2N— CH2— C— CH2 II 



^ N «v -Bu-n 



RN 169751-97-7 CAPLUS 

CN Carbamic acid, [6- [2-butyl-3, 4-dihydro-4-ox©-3- [(2* - (lH-tetrazol-5- 
yl) (1,1' -biphenyl] -4 -yl] methyl] - 5H-iiai dazo [ 4 , 5-d] pyridazi n-5-yl] -5- 
oxohaxyl]-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

(CH 2 »«-C-CH 2 Y 

0 N [ 

RN 169751-98-8 CAPLUS 

CN 4H-Imidazol4,5-d]pyridazin-4-one, 2-butyl-5- (3, 3-dimethyl-2-oxobutyl) -3,5- 

<12/21/2005> 
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dihydro-3- t[2'-[l- (triphenylmethyl) -lH-tetrazol-S-yl] [1, 1* -biphenyl] -4- 
yl] methyl]- (9CI) (CA INDEX NAME) 



169751- 88-69 169751-99-99 169752-04-99 

169752- 0S-09 169752-06-19 

RL: RCT (Reactant); SPN (Synthetic preparation) t PREP (Preparation)! RACT 
(Reactant or reagent) 

(preparation of imidazopy ridazine angiotensin II antagonists from) 
169751-88-6 CAPLUS 

[1,1' -Biphenyl] -2-carboxylic acid, 4 ' - [ [2-butyl-6- [2- (dimethylamino) -2- 
oxoethyl] -6,7-dihydro-7-oxo-lH-iraidazo[4, 5-d] pyridazin-l-yl] methyl] 
methyl ester (9CI) (CA INDEX NAME) 



Me2N-C-CH 2 




MeO-C. ^ 



169751-99-9 CAPLUS 

5H-Imidazo[4, 5-d] pyridazi ne-5-acetamide, 2-butyl-3-[ (2 , -cyano[l,l'- 
biphenylJ-4-yl)methyl]-3,4-dihydro-N,N-dimethyl-4-oxo- (9CI) (CA INDEX 
NAME) 



M62N-C-CH2 J] 



RN 
CN 



169752-04-9 CAPLUS 

[1,1* -Biphenyl] -2-carboni trile, 4 * - [ [6, 7 -di hydro- 7 -oxo- 6- (phenylmethyl) -1H- 
imidazo [4, 5-d] pyridazin-l-yl] methyl]- (9CI) (CA INDEX NAME) 
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(Continued) 




169752-05-0 CAPLUS 

4H-Imidazo[4, 5-d] pyridazin-4-one, 2-butyl-3- (3, 3-dimethyl-2-o*obutyl) -3, 5- 
dihydro-S-I^'-aH-tetrazol-S-yl) [1, l'-biphenyl] -4 -yl] methyl} - (9CI) (CA 
INDEX NAME) 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



AUTHOR (S): 
CORPORATE SOURCE: 
SOURCE: 



DOCUMENT TYPE: 

LANGUAGE: 

GI 



1994:270281 CAPLUS 
120:270281 

The synthesis of heterosubstituted benzimidazole 
derivatives with potent angiotensin II antagonist 
activity 

Gibson, K. H.; Wood, R. ; Oldham, A. A. t Major, J. S. 
Zeneca Pharra., Macclesfield/Cheshire, SK10 4TG, UK 
Bioorganic 4 Medicinal Chemistry Letters (1993), 3(6), 
1019-24 

CODEN: BMCLE8 ; ISSN: 0960-894X 

Journal 

English 




The syntheses and biol. activities of novel imidazo£4, 5-d] pyridazine and 
imidazo[4, 5-c] pyridone derivs., e.g., I and II, reap., are reported. 
These series include analogs vhlch have in vitro and in vivo Angiotensin 
II antagonist activities which are amongst the most potent yet recorded. 
15461 1-65- IP 

RL: SPN (Synthetic preparation)* PREP (Preparation) 

(preparation and angiotensin antagonist activity of) 
154611-65-1 CAPLUS 

[l,l'-Bi phenyl] -2-carboxylic acid, 4'-[ (2-butyl-6, 7-dihydro-6-methyl-7-ox< 
lH-imidazo[ 4, 5-d] pyridazin-l-yl) methyl]- (9CI) (CA INDEX NAME) 




L4 

IT 
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15461 1-64-0 P 



(Continued) 



RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation) j RACT 
(Reactant or reagent) 

(preparation and hydrolysis of) 
154611-64-0 CAPLUS 

(1, l'-Bi phenyl] -2-carboxylic acid, 4'-( (2-butyl-6,7-dihydro-6-methyl-7-oxo- 
lH-imidazo[4, 5-d] pyridazin-l-yl) methyl]-, methyl ester (9CI) (CA INDEX 
NAME) 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1993:428542 CAPLUS 
119:28542 

Preparation of heterocyclylcycloalkyltriols as 
virucides and parasiticides 

Jaehne, Gerhard; Winkler, Irvin; Melsberg, Matthias; 

Haenel, Heinz 

Hoechst A.-G., Germany 

Eur. Pat. Appl., 37 pp. 

CODEN: EPXXDW 

Patent 



PATENT NO. 


KIND 


DATE 


EP 


521463 


A2 


19930107 


EP 


521463 


A3 


19930414 




R: AT, BE, CH, 


DE, DK, 


, ES, FR, 


CA 


2073111 


AA 


19930105 


JP 


07238070 


A2 


19950912 


US 


5631259 


A 


19970520 



PRIORITY APPLN. INFO. : 
OTHER SOURCE(S): 



MARPAT 119:28542 



APPLICATION NO. 

EP 1992-111063 

GB, GR, IT, LI, LU, 
CA 1992-2073111 
JP 1992-176939 
US 1995-466883 
DE 1991-4122068 
US 1992-907571 



19920630 

:, NL, PT, SE 
19920703 
19920703 
19950606 
A 19910704 
Bl 19920702 




AB Carbocyclic nucleoside analogs [I and II; Q - N-containing (un) substituted 
mono- or bicyclic heterocyclyl; n - 1-4; Rl - R3 - H, alkyl, alkenyl, 
alkynyl, cycloalkyl, cycloalkenyl, PhCH2, trityl, PhCH20CH2, acyli or R1R2 
- atoms to complete a (un) substituted 1, 3-dioxopentane ring or a cyclic 
sulfite, sulfate, phosphite, or phosphate, or (CH2)3NMe] are prepared Thus, 
cyclopentene III (preparation given) vas cis- hydroxy lated with with 
N-methylmorpholine N-oxide/0sO4 in H20/THF over 5-6 days in 52.71 yield 
and the product was heated with aqueous KH3 in pyridine to give 86% title 
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campd. IV . IV inhibited vaccinia virus in Ho La cells vlth min. 
inhibitory concn. of 0.05 ng/oL. 

IT 82137-50-6 

RL: RCT (React ant) ; RACT (Reactant or reagent) 

(reaction of. in preparation of nucleoside analog virucide and 

parasiticide) 

RN 92137-50-6 CAPLUS 

CN 4H-Imidazo(4, 5-d]pyridazln-4-one, 1, 5-dlhydro-S- [ (phenylmethosry) methyl] - 
(9CI) (CA INDEX NAME) 



Ph-CH2-0-CH2 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



INVENTOR (S): 



PATENT ASSIGNEE (S): 
SOURCE: 



DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 

JP 63145282 
PRIORITY APPLN. INFO. : 
OTHER SOURCE(S) : 
GI 



CAPLUS COPYRIGHT 2005 ACS on STN 
1988:570450 CAPLUS 
109:170450 

Preparation of pyrazolopyridazine and 
imidazolopyrldazine derivatives as antiinflammatory 
agents 

Oda, Hirohlsar Hasaki, Yukio; Nagashlma, Hiroshi! 
Imal, Eijii Ohira, Razuo 
Talyo Y a leu hi n Kogyo R. K. , Japan 
Jpn. Kokai Tokkyo Koho, 5 pp. 
O00EN: JKXXAF 
Patent 
Japanese 
1 



KIND DATE 

A2 19880617 
MARPAT 109:170450 



APPLICATION NO. 



JP 1986-290467 
JP 1986-290467 



19861208 
19861208 




AB Antiinf lamaatory title derivs. (I-VI» R - aryl! Rl, R2 - alkyl, aralkyl, 
aryl! R3 - H, halo, aryli R4 - H, alkyl, aralkyl, aryl) and their salts, 
useful as antirheumatics, are prepared Treating 2-methyl-4, 5-diamino-3 (2H) - 
pyridazinone and PhCHO in PhN02 at 180* for 3 h gave 651 VI (R - 
Ph, Rl - Me, R3 - R4 - H) (VII). VII at 100 mg/kg orally showed 81% 
inhibition of carrageenin-induced paw edema in rats, vs. 48% for 
mepirizole. 

IT 96017-45-7P, 5-Methyl-2-phenylimidazo[4, 5-d] pyridazin-4 (SH) -one 
RL: SPN (Synthetic preparation)! PREP (Preparation) 
(preparation of, as antiinflammatory agent) 
RN 96017-45-7 CAPLUS 

CN 4H-Imidazo(4,5-d]pyridazin-4-one, l,5-dihydro-5-methyl-2-phenyl- (9CI) 
(CA INDEX NAME) 
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CAPLUS COPYRIGHT 2005 ACS on STN 
1985:185035 CAPLUS 
102:185035 

The synthesis of pyrazolo[3, 4-d)pyridazines. 

Photochemical cyclization to pyrazolo[3, 4~d] pyridazin- 

4(5H)-ones with subsequent functionalization 

Kaji, Kenjii Nagashlma, Hitomu; Ohta, Yusho! Tabashi, 

Keizo! Oda, Hirohlsa 

Gifu Coll. Pharm., Gifu, 502, Japan 

Journal of Heterocyclic Chemistry (1984), 21(5), 

1249-55 

CODEN: JHTCAOi ISSN: 0022-152X 

Journal 

English 

CAS REACT 102:185035 




AB The synthesis of 1, 3-disubstituted and 1,3, 5-trisubstituted 

lH-pyrazolo[3, 4 -d] pyridazin-4 (5H) -ones is conveniently performed by 
photochera. cyclization. Functionalization of the former compds. leading 
to the formation of 1, 4-disubstituted and 1, 3, 4 -tri substituted 
lH-pyrazolo[3,4-d]pyridazines is smoothly effected through pertinent 
nucleophilic substitutions. Thus, irradiation of pyridazinone I in C6H6 

gave 

89% pyrazolopyridazinone II, chlorination of which with POC13 followed by 
treatment with MeONa gave pyrazolopyridazine III. 
IT 86017-43-7P 

RL: RCT (Reactant) i SPN (Synthetic preparation)! PREP (Preparation)! RACT 
(Reactant or reagent) 

(preparation and mesylation of) 
RN 96017-45-7 CAPLUS 

CN 4B>Imidazo[4,5-dJ pyridazin-4 -one, 1, 5-dihydro-5-n»thyl-2-phenyl- (9CI) 
(CA INDEX NAME) 




IT M017-47-9P 

RL: SPN (Synthetic preparation) t PREP (Preparation) 
(preparation of) 
RN 96017-47-9 CAPLUS 

CN 4H-Imidazo(4. 5-d] pyridazin-4 -one, 3, 5-dihydro-3, S-dimethyl-2-phenyl- (9CI) 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

AUTHOR (S) : 
CORPORATE SOURCE: 



DOCUMENT TYPE: 

LANGUAGE: 

GI 



1984:S71641 CAPLUS 
101:171641 

Synthesis and NMR studies of some imldazo[4, 5- 
d]pyridazine nucleosides 

Gagnier, R. Paul* Halat. Michael J.* Otter, Brian A. 
Grad. Sen. Med. Sci., Cornell Univ., Nev York, NY, 
10021, USA 

Journal of Heterocyclic Chemistry (1984), 21(2), 481-9 

CODEN: JHTCADj ISSN: 0022- 152X 

Journal 

English 




AB Unlike imidazo[4,5-d]pyridazin-4 (5H) -one, which undergoes ribosylation at 
N-6 in the Vorbrugen procedure for nucleoside synthesis, the 
5-benzyloxymethyl derivative undergoes ribosylation at N-l and N-3 to give a 
separable mixture of nucleosides I and II (R - Bz, Rl - PhCB20CH2, Z-O) . 
Removal of the N-5 blocking groups by treatment with BC13 at -78* 
affords the intermediates I and II (H - Bz, Rl - H, Z-O) , which were 
debenzoylated to give I and II (R - Rl - H, Z-O) . Thiation of I and II (R 
- Bz, Rl - H, Z-O) , followed by S-methylation and ammonolysis leads to the 
amino nucleosides III and IV. The glycosylate on sites of these 
nucleosides were assigned by using a combination of IH and 13C NMR data, 
especially measurements of the spin-lattice relaxation times of the base 
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protons. Using these techniques, it is shown that a nucleoside previously 
reported to be IV is in fact the N-6 isomer. 
B2137-53-9P 

RL: PRP (Properties)* SPN (Synthetic preparation); PREP (Preparation) 

(preparation and NMR of) 
82137-53-9 CAPLUS 

4H-Imidazo{4 ,5-d] pyridazin-4-one, 3, S-dihydro-3- [2, 3-0-(l- 
methylethylidene) -B-D-ribofuranosyl] -5- I (phenylmethozy) methyl] - (9CI ) 
(CA INDEX NAME) 
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Ph— CH2-0— CH2 




Absolute stereochemistry. 




02151-43-77 

RL: RCT (Reactant) * SPN (Synthetic preparation)* PREP (Preparation)* RACT 
(Reactant or reagent) 

(preparation and deblocking of) 
82151-43-7 CAPLUS 

4H-Imidazo[4,5-d]pyridazin-4-one, 3,5-dihydro-5-[ (phenylmethoay)raethylj -3- 
(2,3,5-tri-O-benzoyl-B-D-ribofuranosyl)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




82137-SO-6P 

RL: RCT (Reactant) » SPN (Synthetic preparation)* PREP (Preparation)* RACT 
(Reactant or reagent) 

(preparation, trimethylsilylation, and ribosylation of) 
82137-50-6 CAPLUS 

4H-Imidazo[4,5-d]pyridazln-4-one, l,5-dihydro-5-[ (phenylmethoay) methyl] - 
(9CI) (CA INDEX NAME) 
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CAPLUS COPYRIGHT 2005 ACS on STN 
1983:6124B3 CAPLUS 
99:2124B3 

Heterocyclic hydrazines and hydrazones. IV. 
Synthesis of hydrazine derivatives in the 
[4,S-d]imidazo-4-pyridazinone series 
Beljean-Leymarie, Martinez Pays, Michel; Richer, 



Jean 



UER Sci. Pharm., Caen, 14032, Fr. 

Canadian Journal of Chemistry (1983), 61(11), 2563-6 

CODEN: CJCHAGi ISSN: 0006-4042 

Journal 

French 

CASREACT 99:212483 




2005 ACS on STN 



(Continued) 



87946-38- IP 

RL: RCT (Reactant) i SPN (Synthetic preparation)* PREP (Preparation) i RACT 
(Reactant or reagent) 

(preparation and hydrazinolysis of) 
87946-36-1 CAPLUS 

4H-Imidazo [4 , 5-d] pyridazin-4-one, 3, 5-dihydro-3, 5 -dimethyl- 2- (methylthio) - 
(9CI) (CA INDEX NAME) 




AB Inidazopyridazlnones I (R - Me, Ph) were prepared from the corresponding 
diaminopyridazinones by cyclocondensation with cs2. Methylation of I gave 
milts, of II and III, whose structures have been established by the 
Overhauser effect. The iraidazopyridazi nones are used for preparation of 
hydrazines and hydrazones. The mass spectra of several key intermediates 
are presented and discussed. 

IT 87946-47-2 67946-48-3 

RL: RCT (Reactant) j RACT (Reactant or reagent) 
(of thioxoimidazopyridazi nones) 

RN 87946-47-2 CAPLUS 

CN lH-Imidazo[4,S-d]pyridazine-2,4-dione, 3,5-dihydro-3-methyl-5-phenyl-, 
2-hydrazone (9CI) (CA INDEX NAME) 




RN 87946-46-3 CAPLUS 

CN lH-Imidazo[4.5-d]pyridazine-2,4-dione, 3, 5-dihydro-5-phenyl-, 2-hydrazone 
(9CI) (CA INDEX NAME) 




IT 232 IS- 78-3 P 87948-35-87 

RL: RCT (Reactant) ; SPN (Synthetic preparation)! PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and methylation of) 
RN 23215-78-3 CAPLUS 

CN 4H-Imidazot4, 5-d] pyridazin-4-one, 1, 2, 3, 5-tetrahydro-5-phenyl-2-thio*o- 
(9CI) (CA INDEX NAME) 



RN 87946-35-8 CAPLUS 

CN 4H-InidazoI4 r 5-d]pyridazin-4-one, 1, 2, 3, 5-tetrahydro-5-methyl-2-thiOKO- 
(9CI) (CA INDEX NAME) 
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IT 87946-44-9P 67945-45-0P 

RL; SPN (Synthetic preparation)* PREP (Preparation) 
(preparation of) 
RN 87946-44-9 CAPLUS 

CN lH-Imidazo[4,S-d]pyridazine-2,4-dtone, 3, 5-dihydro-3,S-dimethyl-, 
2-hydrazone (9CI) (CA INDEX NAME) 




RN 87946-45-0 CAPLUS 

CN lH-Imidazo[4,S-dJpyridazine-2,4-dione, 3, 5-di hydro- 5 -methyl-, 2-hydrazone 
(9CI) (CA INDEX NAME) 



O 

OX' 

IT B7946-39-2P 87946-40-59 87946-4 1-5P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation, methylation, and hydrazinolysis of) 
RN 87946-39-2 CAPLUS 

CN 4H-Imidazo(4,5-d]pyridazin-4-one, 3, S-dihydro-3-methy 1-2- (methylthio) -5- 
phenyl- (9CI) (CA INDEX NAME) 
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O 




RN 67946-41-6 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, l,5-dihydro-2- (methylthio) -5-phenyl- 
(9C1) (CA INDEX NAME) 





0 



RN 87946-40-5 CAPLUS 

CN 4H-ImidazoH,5-dJpyridazin-4-one, 1, 5-dihydro-5-methyl-2- (methylthio) - 
(9CI) (CA INDEX NAME) 
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TYPE: 
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AB 



CAPLUS COPYRIGHT 2005 ACS on STN 
1982:424148 CAPLUS 
97:24148 

l-(^D-Ribofuranosyl)imidazo[4,5-d]pyridazin- 
4(5H)-one: a new analog of inosine (1) 
Gagnier, R. Paul* Balat, Michael J.i Otter, Brian A. 
Lab. Org. Chen., Sloan-Kattering Inst., New York, NY, 
10021, USA 

Journal of Heterocyclic Chemistry (1982), 19(1), 221-3 
CODEN: JHTCAOi ISSN: 0022-1S2X 
Journal 
English 

Imidazo[4,5-d]pyridazin-4 (5H) -one, vhich normally forms the N-6 
nucleoside, can be induced to form the N-l and N-3 nucleosides when a 
benzyloxymethyl substituent is incorporated at N-5. The N-5 blocking 
group can be removed under mild conditions with BC13. 
82181-43-79 

RL: RCT (Reactant); SPN (Synthetic preparation)/ PREP (Preparation) t RACT 
(Reactant or reagent) 

(preparation and deblocking of) 
82151-43-7 CAPLUS 

4H-Imidazo{4,5-d]pyridazin-4-one, 3, 5-dihydro-5-[ (phenylmethoxy) nethylj -3- 
(2,3,5-tri-O-benzoyl-B-D-ribofuranosyl)- (9CI) (CA INDEX NAME) 
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IT B2 137-50-6 

RL: RCT (Reactant) t RACT (Reactant or reagent) 
(trimethylsilylation of) 
RN 82137-50-6 CAPLUS 

CN 4H-Imidazo{4,5-d)pyridazin-4-one, 1, 5-dihydro-5-[ (phenylmethoxy) n 
(9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



Ph-CH2-0-CH2 



O^Ph 



to 



IT 82137-53-8P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 
(preparation of) 
RN 82137-53-9 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3,5-dihydro-3-[2,3-0-(l- 

methylethylidene) -fr-D-ribofuranosyl] -5- [ (phenylmethoxy) methyl] - 
(CA INDEX NAME) 

Absolute stereochemistry. 
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CAPLUS COPYRIGHT 2005 ACS on STN 
1981:407188 CAPLUS 
95:7188 

Studies on the imidazo[4, 5-d]pyridazine ring system. 
Course of alkylation of imidazo[4,5-d)pyridazine~4- 
thione 

Chen, Shih-Fong; Panzica, Raymond P. 

Dep. Med. Chem. , Univ. Rhode Island, Kingston, RI, 

02881, USA 

Journal of Organic Chemistry (1981), 46(12), 2467-73 

CODEN: JOCEAH; ISSN: 0022-3263 

Journal 

English 

CAS REACT 95:7188 
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S 

— B t 



AB The syntheses of certain 4-alkyl-, 4- (arylalkyl) - and 4- 

(arylthio)imidazo[4 # 5-d]pyridazines from imidazo[4,5-d]pyridazine-4-thione 
(I) are described. When 1 equivalent of alkylating agent is used, 

alkylation 

occurs, as expected, on S» however, when an excess of alkylating agent is 
employed, dialkylated products are formed. A rigorous spectroscopic study 
and an unequivocal synthesis of 6-methyl-4- (methylthio) imidazo[4, 5- 
d]pyridazine has shown the second site of alkylation to be N6 of the 
imidazo[4, 5-d]pyridazine ring. 

IT 767 36- 58-6 9 76756-59-7* 

RL: RCT (Reactant) i SPN (Synthetic preparation) > PREP (Preparation)/ RACT 
(Reactant or reagent) 

(preparation and reaction with phosphorus pentasulfide) 

RN 76756-58-6 CAPLUS 

CN 4H-Imidazo(4, 5-d] pyridazin-4-one, 1, S-dihydro-5-methyl- (9CI) (CA INDEX 
NAME) 



yVh 



76756-59-7 CAPLUS 

4H-Imidazo[4.5-d]pyridazin-4-one, 1, 5-dihydro-2,5-dimethyl- (9CI) (CA 
INDEX NAME) 
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GI 



CAPLUS COPYRIGHT 2005 ACS on STN 
1976:164704 CAPLUS 
84:164704 

Synthesis of pyrazolo[3, 4-d] pyridazine and 

imidazo[4, S-d] pyridazine derivatives 

Kaji, Kenji* Nagashiraa, Hiromui Ohta, YUsho; Yoshida, 

Junko 

Gifu Coll. Pharm. , Gifu, Japan 

Hukusokan Kagaku Toronkai Koen Yoshishu, Bth (1975), 

24-8. Pharm. Inst., Tohoku Univ.: Sendai, Japan. 

CODEN: 32KOAD 

Conference 

Japanese 

CASREACT 84:164704 
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AB Pyrazolo[3,4-d]pyridazines (I, R - Rl - Me, R - Me, Rl - PhCH2> R - PhCH2, 
Rl - Me; R - Rl - PhCH2; R - Ph, Rl - Mei R - Ph, Rl - PhCH2) were prepared 
by irradiation of the appropriate hydrazinopyridazines II, which were 

obtained 

by alkylation of II (Rl - H) . The imidazopyridazine III was prepared by 

cyclizatlon of the diaminopyridazine IV with PhCHO. 
IT 59025-S9-4P 

RL: SPN (Synthetic preparation) i PREP (Preparation) 
(preparation of) 
RN 59026-59-4 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 1, 5-dihydro-2-phenyl-5- (phenylmethyl) - 
(9CI) (CA INDEX NAME) 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 
INVENTOR (S) : 
PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COU1 



1971:22864 CAPLUS 
74:22864 

2-Alkylpyridazoniua compounds 

Reicheneder, Franz* Krepp, Rudolf 

Badische Anilin- fc Soda-Fabrik AG 

Ger. Of fen., 17 pp. 

CODEN: GWXXBX 

Patent 

German 
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CAPLUS COPYRIGHT 2005 ACS on STN 



Me-0-S03" 



PATENT INFORMATION: 
PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATE 


DE 1913265 


A 


19701001 


DE 1969-1913265 


19690315 


US 3671525 


A 


19720620 


US 1970-18692 


19700311 


CH 5309B6 


A 


19730115 


CH 1970-530986 


19700312 


AT 293411 


B 


19711011 


AT 1970-2364 


19700313 


GB 1293634 


A 


19721018 


GB 1970-1293634 


19700313 


PRIORITY APPLN. INFO. : 






DE 1969-1913265 


A 19690315 



For diagram(s), see printed CA Issue. 
l-Substituted 6-pyridazones were treated with alkylating agents to give 26 
title compda. (I), some of which were (R, Rl, R2, R3, R4, Y, I yield, and 
ra.p. given): Ph, He, H, NH2, CI, MeS04, 86.5, 187-8** Ph, Me, H, 
NHAc, CI, MeS04, 62.2, 195-6* (MeOH) » Ph, Me, H, NH2, piperidi.no, 
MeS04, 60, 260" (perchlorate m. 210* >» Ph, Me, H, (R3R4 -) 
N:CHNH, MeS04, 94.7, 205-7* (EtOH) ; Me, Me, H, NH2, Cl, MeS04, 70, 
190-1* (MeOH); Ph, Me, H, NH2, NH2, p-MeC6H4S03, 90, 238-40* 
(H20); Ph, Me, H, NEt2, Cl, C104, 82, 152~4*i Ph, Me, H, SPh, NH2, 
C104, 63.4, 199-201* (H20) I Ph, Me, H, (R3R4 -) CH:CHCH:CH, C104, 
72.6, 243-4* (H20) . I are intermediates in the manufacture of dyes, 
pharmaceuticals, and pesticides. Some I show activity on the central 
nervous system and against pathogenic fungi and bacteria. 
30067-4S-OP 

RL: SPN (Synthetic preparation) > PREP (Preparation) 

(preparation of) 
30067-46-0 CAPLUS 

lH-Imidazo[4,5-d]pyridazinium, 6,7-dihydro-5-methyl-7-o*o-6-phenyl-, 
methyl sulfate (SCI) (CA INDEX NAME) 

CM 1 

CRN 46786-14-5 
CMF C12 Hll N4 O 




CRN 21228-90-0 
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LANGUAGE: 

GI For diagram (3) 
AB I (14), II (2) 

R2 - H, Me, EtO, 



RN 
CN 



CAPLUS COPYRIGHT 2005 ACS on STN 
1970:498995 CAPLUS 
73:98885 

Synthesis of pyridazine derivatives. XIII. Synthesis 
of imidazo-{4,5-d]- and v-triazolo[4, 5 -d] pyridazine 
derivatives and reaction of 4-alkoxy-v-triazolo[4,5- 
d]pyridazines vith various amines 

Yanai, Mitsuji; Kinoshita, Toshio; Takeda, Shigeko* 
Mori, Masato; Sadaki, Hiroshi; Watanabe, Hiroshi 
Fac. Pharm. Sci., Nagasaki Univ., Nagasaki, Japan 
Chemical t Pharmaceutical Bulletin (1970), 19 (8) , 
1685-92 

CO DEN: CPBTAL; ISSN: 0009-2363 
Journal 
English 
see printed CA Issue. 

and III (12) (where Rl - H, HO, HS, NH2, MeO, MeS, or EtO; 
HO, or Cl; and R3 - H or SH) were prepared via the products 
from treating 4, 5-diaminopyridazines vith HC02H, HCONH2, HC(OEt) 3-Ac20, 
CS2, or NaN02 in dilute AcOH. The HC(OEt) 3-Ac20 method also gave 
4,5-bis(acetamido)pyridazines. Treating III (Rl - MeO or EtO and R2 - Me, 
MeO, or EtO) with NH3, NH2NH2, PhCH2NH2, C6H11NH2, Me2NH, HOCH2CH2NH2, 
piperidine, or morpholine gave fifteen 4- and 1- ami no or -hydrazino 
derivs. Treating III (Rl - Me or MeO and R2 - NHNH2) vith HC02H or Ac20 
gave IV (Rl - Me or MeO, R2 - H or Me) having the s-triazolo[4,3-d]-u- 
triazolo[4,5-d] pyridazine ring system. 
286B9-56-7F 2B68»-5»-OP 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of) 
28689-56-7 CAPLUS 

4H-Imidazo{4,5-dlpyridazin-4-one, 1, 5-dihydro-5,7-dimethyl- (SCI) (CA 
INDEX NAME) 
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O 





Me 



RN 28689-59-0 CAPLUS 

CN 4H-Iraidazo[4,S-d]pyridazin-4-one, 1, 5-dihydro-2-mercapto-5, 7-dimethyl- 
(8CI) (CA INDEX NAME) 
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ACCESSION NUMBER: 1969:461312 CAPLUS 

DOCUMENT NUMBER: 71:61312 

TITLE: Pyridazines with tuberculostatic action 

AUTHOR(S): Galstukhova, N. B.; Predvoditeleva. G. S.i Berzina, I. 

M.i Kartseva, T. V.i Zykova, T. N.i Shukina, N. N.i 

Pershin, G. N. 

CORPORATE SOURCE: Vses. Khim. Farm. Inst. im. Ordzhonikidze, Moscow, 

USSR 

SOURCE: Khimiko-Farraatsevticheskii 2hurnal (1969), 3(4), 7-12 

CODEN: KHFZAN; ISSN: 0023-1134 
DOCUMENT TYPE: Journal 
LANGUAGE: Russian 
GI For diagram(s), see printed CA Issue. 

AB Eleven previously described and 4 new 1,4, 5- tri substituted 

6(lH)-pyridazinones were prepared and tested for tuberculostatic activity in 

vitro. Also prepared were 18 asym. thioureas containing an aromatic and a 

pyridazine ring (la). Thus, to excess Ac20 was added 4 g. 

1- (p-aminophenyl) -4, S-dibromo-6(lH) -pyridazinone and the mixture heated 

until solution occurred to give 3 g. 
1- (p-acetamidophenyl) -4, 5-dibromo-6(lH) - 

pyridazinone, m. 268-70' (ale). Boiling 7.67 g. dibroraomuconic 

acid and 5 g. Et p-hydrazinosalicylate in 50 ml. HOAc 5 hrs. gave 7 g. 

l-(3-hydroxy-4-carbethoxyphenyl) -4, 5-dibrorao-6(lH) -pyridazinone, ra. 

157-8". To 5.5 g. l-phenyl-4-nitro-5-bromo-6(lH) -pyridazinone in 

50 ml. HCONMe2 was added 2.34 g. 0-C1C6B4NH2 and 1 ml. NEt3 and the mixture 

heated on a water bath 5 hrs. Adding an equal volume H20 gave 3.6 g. 

l-phenyl-4-nitro-5- (o-chlorophenylamino) -6 (1H) -pyridazinone (I), m. 

175-7* (ale). Reduction of I with Fe-HCl gave l-phenyl-4-amino-5-{o- 

chlorophenylamino) -6 (1H) -pyridazinone, m. 233-5* (ale). The 

reaction of p-MeOC6H4NCS (I) and 1-phe nyl- 4, 5-diamino-6(lH) -pyridazinone 

(II) failed to give an asym. thiourea. Thus, to 2 g. II in 15 ml. HCONMe2 

was added 1.54 g. I and the mixture heated 80-90* 1 hr. poured into 

H20. The resulting precipitate, treated with 5% NaOH, gave 1.0 g. 

4,4 < -dimethoxycarbanilide, m. 187-9*. Acidification of the NaOH 

solution gave 1.2 g. 5-phenyl-2-mercapto-lH-imidazo[4, 5-d)pyridazin-4 (SH) - 

one, m. 305-7*. A series of la was prepared Thus, to a stirred, 

boiling solution of 1 g. 3-amino-6-methoxypyridazine (m. 103-5*) in 

anhydrous C6H6 was gradually added a solution of 1.41 g. p-EtOC6H4NCS and 

the 

mixture heated 2 hrs. to give 2 g. 1- (6-methoxy-3-pyridazinyl) -3- (p- 

ethoxyphenyl) thiourea, m. 201-2*. A 6-butoxy-3-pyridazinyl analog 

was similarly prepared Other la were similarly prepared The results of the 

tuberculostatic activity of the compds. tested in vitro are given in 

tabular form. 
IT 23215-78-3* 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation of) 
RN 23215-78-3 CAPLUS 

CN 4H-Imidazo(4,5-d]pyridazin-4-one, l,2,3,5-tetrahydro-5-phenyl-2-thioxo- 
(9CI) (CA INDEX NAME) 
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